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-toRioittij^t, (m) -e^s n 

4 K , Bt 7 * -t 4 K O fcl t R " 9 <f K ; « T ^ K 
; N-fcKa+f~«x/|> >J T */ - a* <* N — K K 

JfiSfc&7jC&;TA*;v&R, p-h^xx*** 
^&#£0&*H&7Xty3*>*Jffen*. 

<t (n) ^ittjStto^^^vtt-eRiE^^^ t ■ 

* a t * o a* *r ?'J -c * * „ 
RiD^^ttisc^ffc^^, & it ft <fr (n> <o £fc 

ft 6$ ig # o fig ft x t £ ^ & * *t f e «j o x, 



:Ph?teKo79x, ^^ + f x - a , 

M,M-'^ f /I'ii Vi»7 ? K i * 1/ < X , h A x 

X , * X V X , ^ ^- u; x ^ o i; K t a A X * 

X, ^ a a * * ▲ , ft fi& * A , T h = h V A 

* K IE ic * ft tt.fc *.« » « * , M & <t & 1* (a) , 

cm) ^^^A-jjsw-^'feiaw^A-vffl^-cttJE 

* S^ffl) O « * ffl % » * fc £ . K C5 L . h 
y y a- 7 $ x , hyx*-^7*x, * y x x , 

a y x , a * x , f A»7 - ') y, N — > 

^ A * a * !) x *0 £, IKK^Ha, ft 

•J * a , t * ft ft * U CTA^0^»lg«^i:0«2S 
o # ^ T K: * Jfc -f s o & * ftj ifi & *t ?> * rtc ^ 
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« a as o & m « . «a«o«»»cj:-*-cafr%. 

»«7C^»a-0*5. tt*lc X *T ft 
/ » ft , *ft*JR8/MJ?**"ftK, 77 ft 
* ft Bt fc fc* K 1 6 « & 3 v> ix *> . urt - 7* 

h * * /«/ * * i n f o o v * a # is * 

a* =fr Jfil T* 4> * . 



If BB*2-179 (16) 

'j * A/ p «f*T:'*»7ttft*7 * ft* ft B'ftia 
( fl! o — i y # f , o — ^'^^^'/^ 

-c* & • 
ft 2 34 & 

tttt, -fit* crv) -e* s * * * ✓ y # y #* 

ft * <iv) tt , ft * fe (E) o c ffi * ffi tt ft -f * 
SfT^r K ft » ffi«3 ^ * H * • 



tt -e * a • 

ft 3 ft£ 

♦ ftftft-fiHtofcttR' fc L -C * ^ * -I 

Kft^HB^ttiiti?!), (Jb) "C^SH* 

* * * ft «& to tt . - « * CV) * H * CM # * a> 

d*t^UI 9 ft & ~C ft & • 
K(5#ft$ilftiftife*:fBl»-t:|>*. 

ft 4 mm 

^ 5* * 2 {ft 7 i y (MI) *C . -K5fc (VO) t*^«il?> 

■t? # » »c x i>{&©£*fifc£-r*t£fcx !> & r 



ft 5 as £ 

ifc x J? «Sg*.Bfc*-f * c txx *x c 
fc bt ftg -C £ 6 « 

ft 6 -ft & 

'✓A«mUfl!H(I«)4t<Kt*0, ft*& 
ft 7 
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-fit* (lf)f?r^K5x-f^Xttf 
;u ft * 1fe tt , (30V) -C tts «H4tK«^/1 

h ft -fir % t , - « * (XV) Uin«H5^H K £ L 

££tt. ft^lfc (>av) £ft*lfc cxv) 

fc&^tt-^fc-f^iaai^^tL-t. n,n - 

> ?• ^ * ^ i 7 i K . 4^>^^A/u*4fi/K, 

/ * y - * , ^^/-/u, *t icy; b ) ^ 



»B3^2-l79 (17) 

& is a t <o a ^sun^tini. 

AC ttft & (HV) Xtt (XV) £ it, T a* a U 

n, -tonftJUHttt, Tfc sse <t ^ f u o ^» 

* a <t *y * a , *-jnttMM, ^at m 

ffit *4 it <fr % (MV) * K & tt O / A.yi7'haSXtt-t 
<D T A> * 'J & & a 

* 8 

ft*<ffctt, ft^*fr (XV!) £ ft^fc (XMI) 



t ft » -c * * «, 

% 9 aa= 

-«t5t (Ih)-C^ 3 n 6 x - ^ ^ Xtt + * 

^-^/Mta-a*. it &® (ran) atMb-frto <xix) 

St 5 K % . 

5 10 

*$3Eft*1fc*, X l ^a*5iSC^XttfiiSftJSC*"C 
6%ft««(IiJH. — 5£ ^ (XX) t^iH^ ^ h s/ 
( X tt 7 ^ 7* * K ) t. - AS 5t (XXI) tr S H * 
V^-A', O - A> , fcK«**'/*'*7'#s/ 

afc%«*Mt*a£: f * JSft^ic fcftffl L-caia 

£ £ tt , / * J - *< > <f y -f a x 

ECt + ft-g-fc (XX) 4Hfc#* (XXI) tfcfif*^* /v 

6 * ^ W; — ^O^fMb^tofc^^SSiKfiffi^-t:. 



> % , t e y ft * ft » # * v m ft a ffi & £ L ft ^ 
jk ^ * *d -e * a a* . c H h <o s * « a L t a a 

a ii a& 

a * (xxm) -eft «k5^h KXtt«*^**-h 

cr » <t ^ a (xxui) ut^H Kit *a * a v» 
«7»£^i$^j5tt'F. ft aa (XXII) 
tc 3^ u -c ft ^ a (xxui) fc%«fsa*^**^tt — 
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<s / a- 7 - *) y > N->f ijy, h'J 

/ + A>T i y , \> # / ? *T i 

?k # ft * U * **4>lKttttS%fl!lia-r*£J:*"*jK 
I5*RffiKaffS**± |C * 91 ft It * *t 6 * • 

iec**ft*1fc cxxm) iU*«A^*y»»i-e 
«fc*Hfcft*tt*«ffl*6Rl5ttV ft*«Mxxn) 

& ft % m cxxui) £ftft«**fc*^fc-:&*** 

jfifl * * & Lt St 7 fife £. W»<Oi&jK + , ft*pT 

fcRfcrc *-vi-c % few: > * * 7 b £. Kfc&<o 
# * *• * £ , eA & ft £ ^ # * L ft ^ £ A» » * 

& £ & % -C ft * . * , ffiKRi5!4^7 Wtffii 

S*|H]e*KN-7*'*;Mt*£tf*#*a ; fcJ> l 



2-179 (18) 

* > -c * «V 

£ 1 2 

*»9Jo ft *<fc* a»a* * 7 ? < ttfcs 
-es*ft*tett, - * (xxiv) t^^67 * y 

Xtt - ? -f K* U < tt * a, * * - fc , -fit* 
(XXV) USJKS^M K£L<tt****-b 

*o&m*w*xnm ii in ft tfi«rwa-e«, * 

<Efc7 * ✓ ft#&fc«fcT*i:ft(lft*fc (XXIV) 
£ * W Wt ft * & (XXV) O - P5 ft * K tt L T ft ft 
2fft*^ ? # * L < tt ft * 1fc (XXIV) t Lt T t y 

*m^it%m (xxv) t l -c 9 4 K**ffln-tro 

'+ ? 4 K <$<0 ft (XXV) 7 ? v ft (XXIV) 

te*fLtftft2#*^E^a. i/w. g^ttiH 



t^i«7iyt»iit5Utt ( -t ti<o esc 
ft * »* ft ft * * ^ a* a a * * . 

IS tt , Hj»7«yft*W«iJLr@fti&fcitK!|:j:< 

% «> tC D'X.tt D»tO 7 * J £ K . = »ft#1W 

ffl O « & « , fl*.**^**.*^ + 

* a * fi y * a* * ~< s y * ft> k - 

^«*HXLt 2 R7 £ -> .ft * O # * LW. 

yft-T KZtt^^U-Mk^«i (XXIV) * JR 

» t U-C-0T < t ft fl. ft^tti 

(XXV) t Lt7y*-7»tffl^5cM-es 

*S59Jft*&* (Ii) Oft^^tt # «ffi^*^5t 



2 « 7 e ^ (XXVE) t ft -8- «B (X»l) i: <0 £ J6 K t *) 
14 

■4 fc r "ft^«a dm) S u Kffi t W»*c Ai 
U-C. K«ft-&«J (XXK) (XXX) J: ^ -r ^ 

* is sag 

R'&tf B'il-oatiSI^© ft«K7i 

*/^t<« 4^««7 s y******^ {ba- 
te Un)tt, « 12 «^tisj»K:asLn:«it-r^ 

ft 16 

itfeH%*N ft** do) fesajs-f ?> ja^Ktt-*^^: 
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(XXXV) ■C^^Ki^^tS xf-^v^T t ^O — 

ft & * L -C , CK^lRft^^i^^MfJI:* 
ft . R^RffJi: L"Ctta*^?>^>K a ^ft^?&1; 
ffl^ft t t tf-Ofc £ft7K**Ott&«<Oi$ 
A***J*,-fHwr-tt*; (xxxv> t^«h57^f 
t k « * » a -o t> * . 

ft « © C fll K tf h * * ^lif ) * t? ft 
«f CXXXIV) £ (XXXV) ^fcitttitunff 

cosrsic *i^*t % , flfe re > ^ a 7 * g , re 

« -0 *> ft , »<&K.tJ)#B«*i*AL-C*l8i-r 



»M¥2-179 (19) 

C = C-£~£xtt, NO, -NH t , S-S~SH$?*) 9 

« gut * %> * , ^Ri-f^^^^zk^^-N^^m^ 
a 7c k £ $«ja-rft;&£-c&fto 
& % k . ® <t e , ? * a a « , 

-t ft -r?s> ft . 

-b , T5 K ft , x-^^XKt^^-x-?- 
^ftBs, *ft££^ N - T * a/ ft £IS # k o g 
I* 2K L ^ , .*S§Mt*fctt«*0'&ae&fc*A, 

i$o*vi'tf*^2Sfcfc:rftft^&ii*tis-fft** 

^a,i j> *fesc j: 5 * * r »m&*&&1* Z Z £ 
KID, lfc3S*JCffi&2££ LXx^f'A'J&ff.'Zti 



fc-f ft *^*x&Xtt**>£:it;&»i*#ite«7 
Aa-^XttfiftT^^^H K ft if T A* a — 
^/K#^£rEtfc|Bi9ft£fcKrE3<ti:, # O * 

& ft ■ 

tor !>KLtJ4jfi5iit*ft^^A«i(i) h, 

Siift. &ttattffi^fcHftatJ£Eic;&ctt-re:£ 
lc I 5 « ife ft c. <h X- ft'. 

ttu. a&. *Aft, era. &m 

& * £tt**^h^77<-^ftttOft#»tti% 
» m L T fir ft *> H ft . 

ft 4> , ^f&fflft-fr^rcttfi&KOfcl^ 7 -t * tt, 
* 5& ft tft # f -^Tx^i/^^-^o^^^tttt:, 

h^JtftoaftJIIftffc+J-tga, x ^ 

^aos^fttt{*:#^Ma-e«>ftu%w:ia^«?i: l 

t # £ ft • ?*Mfc#&tta*SftlR**ft£-#J* 
IS^6-tfc|cO, fcft^tt-tftttft7-fc<£-«) 
^KMC/cU«, -IttttftftSifttifeBCfaE' 



-t ft* te* 3 £*'tt#ftlc|«*ft Jlttffcic.* < t 

rf* T* $ ft „ t/c, ^T^^Urf-^-Oft^tott 

*J L t * AS -f ft t t A * -C I ft . 

* , ^fl&fc*rffit:4>ft # 8fc fit J& flJ , ft m 
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P A FK X %Mfi««itC«fi^ 

3 £ : akgotttts *a&*jtO*ftME x 

«A+«itt(^T, PRP) 4 Li 58 P % $ It 

iiOOxg-Ci50Ma.6L-C2jM*ttAttCJaT. 
PPP>fc»f-„ prp ppp -c ft ft LtA'hVftt 
50^{[B/^ncMSL/:K, PAF ic X 6 jfli /ME ft 

P 168$, 1 78-1 95 H C 1 96 3 ^) ) C 0. 

V. R. Born and. M.J, Croaa, Journal of Physiology, 168 , 
178-19 5, Cl963)]0^tetCX5jRUJgLfc. "f 
to , NBS-^^V i^-lf-Ct^M x 
y * ) * m^. PAFCtO" fl M)*CX4PRPO)tal^ 

£ <o £ ft * 3W 5c L *: . ft * , te^fcttPAFBs/fc 
2 £ ft iC ft}*. . SHRIIC^^?) PAPK i 

&6£ ) *#*!>*:.. 



» en ¥2- 17a (20) 

a* * * Jfil * W. K *> fct P A F ffc E ( I C a8 IS 
1 0-'M# _t )■* * Li 4¥ fc , fcffitt 37, 4 9, 6 7, 
7 1, 8 1, 8 3, 8 5, 9 0, 9 1, 1 19, 1 42 X-f±$jl< < 
-t O rc„ Mtt 2.8 X 1 0" a — 8.5 X10 4 Mtftofc, 
tiifjfO^^ttltt AOP ( 3 A M ) , 7>*Ky 
ft C 1 0 0 A M ) *fX^=»7-y^C 1 0 A ff /a* ) 
fcX6ife^«««(C^L-CW:«iSi|ftffl%^«^^ 



« * 


(AM) 




Cam) 


# * 


(AM) 


20 


0-8 


60 


0.7 6 0 


89 


0.4 00 


22 


0,790 


61 


0.7 7 0 


90 


0,0 67 


23 


0.4 3 0 


63 


0.5 00 


9 1 


0.0 71 


24 


0.25 0 


64 


0.3 9 0 


9 2 


0.260 


32 


0.4 9 0 


65 


0.1 20 


93 


0.630 


34 


0.950 


66 


0.4 3 0 


97 


0.120 


36 


0,860 


67 


0.0 71 


105 


0,9 40 


37 


0.05 4 


7t 


0.0 8 4 


117 


0.26 0 


46 


0.5 6 0 


72 


0.9 00 


118 


0.6 30 


48 


0-4 5 0 


76 


0.9 0 0 


119 


0.07 9 


49 


0.0 8 5 


77 


0.4 3 0 


120 


0.170 


50 


0.8 00 


78 


0.280 


121 


0.19 


54 


0.24 0 


80 


0.3 4 0 


123 


0.18 


55 


0.160 


81 


0.0 2 8 


124 


0.18 


56 


0.120 


82 


0.16 0 


125 


0.4 5 


S7 


0.200 


83 


0.0 3 4 


126 


0.18 


58 


0.390 


84 


0.2 20 


127 


0.4 6 


59 


0.2 1 0 


85 


0.0 7 2 


128 


0.9 7 




142 


0.0 6 4 



( * ttW ) 

n * , ® t s jdk n it «fr m * k n , m £ ft & m ** 

f V , LAHtt**ftHM7*<a? a*, 

h o b t it, ] - t k p * ^ y b «; t / - * 

V C Q ft <S *S f v * 'S A> 1i » 9 <{ i Y 
* , THFItf h > t K« 7 ^t, DKPttN. 



1. 



N-^COOH + (CH,), CCOOCOC(CH,) 3 

N^COOH 
COOC(CK, ), 



L - <s a r <t x^tfy * s - 3 - y a, -f \l Kt 
^ «b SI it S n a: 
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^ / R2.1g t zk20oi, * * T x 40 a* <T> fft & *C 
i> ~ tirt - / f * - - »- 2.4 g, fi t/ 

J*&*ttft4-l>y*****)0flJt 4 1C & T 
SB t 30 SGfcfrttffi 
a&L, 3k 30 mi * flu £ . 0.5MO^x^»*g^ 
fiD pM 2-3 t Ltz<0*afr&*f-A'-e#mi- 

*■ & fc® * * l , v Ateift 

tN - tart - 7'h^j/^^iK = ^- 2- (3-tf 
U ^ a* ) * t ✓ U *S y - 4 - * /u * y |a i K & # 
fc« BK^ I 67 - 1 69 t 0 

2. 

CH.SH 

CHO H.N-CH-COOH s — i 

0 ~ " O^H C0 ° H 

t'i)^y-4-T^ft r 1.07a t L - * 
4 y l2 3g^60%x^y-^tftaESfftC4«FW 



2-179 (21) 

-(4-kf'j4>^)f7/t].^-4 - y" 
m 1.28 fcfflfc* 0£ 171 - 173 t, 
NMR ( DMSO - d« ) 
* X 3.0-3.5(2H>, 3.9-4.2C1H), 5.56. 5.78 

(#!■. «tiH), 7.4~7.6<2H). 8.5- 
8.6 (2H) 

W 3. 

cit.sh 

M r M-CH-COOtt 

OCT" a . CO?- 

* ✓ U ^ - 3 - T^^t K 1.57g At/ L - ^ * 
T -f f K21g ^ 50 % * * S - * 50 mlK&m L , 
fiat J8>«lftl*Lfc, flr m L /c 13 A * A 51 ft & 
L. 50**^/-*tftV», «ftut 2-(3 
- + S V a> > *■ T / U '> y - 4 - 1* * iK X 0 I.95g 



£^<CH,),~a-£ycH 1 ci + K^Q 

0 

0 



p - ^ p a / ? - ( 4 - 7 , * ^ y ^ j/ ) 
<< y -tf y 1.20S &t>'7M< i K * V i.JSg ON.H 
- * / + *> * J* a T 5 K 20 ■< * © BE * 100 ICC 3 

* M ft ft L fc • fiC«#«4rfta*^^-C*WL 
£30, -cip^ifc* L , ^ 

KL85g%^fco J86 ^ 106 - 107.5 TC 



(2) 



-> ^3" ccH,) ♦" 0- O" CH, ^* H, 



111 -C ?9 K N - [ p - ( 4 - 7 * - a< ;/ h * 
) -< x a- ] 7 f n> H i K 920 »8 t k Y * *> y 
200 "SO** y--*J0 3 fl» M 



flD » » flit L fc „ /frfife, »«IL^Saf*:'feF«L.*'). 

FJCT L fco COjPjK^iR^L-C p - ( 4 
-7 * ? y +<s ) *< y & a> 7 $ y i$0 w b tote o 

NMR( CDCl, ) 

» : 1.6-»1.9(4H>, 2.5-2.8C2H), 3.75 ( 2H , 
br), 3.8-4.0(2H). 6.7-8.9<2H), 7.1- 
7.3 ( 7H ) 



5. 



2) L AH 
CH, (CH, \-0^y.CH,HH t 

p - ^ a a / vw ( 7* ^- /v .y ) ^Cx-tfx 

900 «gWN,N-i^>tM)t*A7 5 K 23 ■/ 4> 0 
lKtM»A7^K 1.25g <0 * 2.5 ml * fg »' * 

an*., ioo r t? s B9 wiaft u fco srca* 
& * * t- *& *i i> , x^^^-e^^ttf&'^mufco 
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v0A±-CEfc- « E * » L » ft b 
KitSief^^te^^^? 11 K o 7 ? v 10 at <j» 8 
ft * . * * <k l J * * * T * 5 « 7 * 200 ms o ^ h 
7 fc K 07?^ 15 t»i 4> IB « ft "v. O'CtS^M 
j&'W-CWTLfco P3 i» « t 1 ffl . S«8t:l^W 

ig A) O tK £ it V * £ A T " * *MkjHl»fr;i 

7 + a* * * *s v # * 7 S ^ 860 mg » 0 

M 5 ; m/t 22l ( M* ) 

NMR ( CDCl, > 

0.8~l.0(3H> ( 1.2-lJClOH). 1.6 - 1.9 
(2H), 3.80C2H. ■). 3.94C2H. t), 6.87 
(2H, d>, 7.22(2H, d> 

6. 

fl> CHO CHO 

6. OH > <X 



If B3 ¥2-173 (22) 

7* o * - 4 - 7 =. * 7' -s 600^5.^1^8* 'J 
* a 580 n«ON,N-$>>*-A'**'^7'$ K 3 ai 

t^-cfriRl, *, MA, *i 

g&*a*a7k-e/nifci&fr l . mxqlb •* r * * 9 ± 

jb-Ctt«UiM« ft® * * u -c n> - 

( 4-7*^*'7'i-*f)-<vXT/i'f , fc K 660 
m % ft a 

M S : m/i 254 ( M* ) 
NMR ( CDCl, ) 

d: 1.6-t.9(4H), 2.6-2.BC2H), 4.06 (2H,l), 
7.2-7.4(9H), 9.96C1H, •) 
<i} CH,0H 

— * l ^o-(CH. ) .-0 

K 660 ^ « > * / - * JO * IB « * * <fc * 7 
* »• 'J 7 a 200 «5J ft! *. , Sffi-e2fe^Hlg1*U 

% & « * fla iL , ftKx^y»/-C^^%>*»tflUfco 



«£E»aU*trn - C 4 - 7 « » * * * 
* y ) -< v VA^T^s-^SlOrnj^^fco 
NMR ( CDCl, ) 

I : 1.6-U(4H), 2.6-2.8C2H). 3.9-4,1 
(2H). 4.60C2H, • 7.2-7.5C9H) 



(3> 



CK.KH. 



1) 80C1, 

2) N. N, 

3) LAH 



6, 



in - ( 4 »7*-vi/7 # r-^V)-<y^^T^3 
-A'5J0n«4''<>'-«i / 5fBXVCi8WL. ft * - 

fe«ffiT«HaL-tm-^o e. / * *> ( 4 - 7 x = 

^7* I- t '/ ) <X 4 / B20 t O <fc tt> 

-7 \> + *S )-«X^*7< ^ 470i"K^^/c, 

M S : m/x 255 ( M* ) 
NMR ( CDCl, ) 



1.6-1.9 (4fl), 2.6-2.8(2H) ( 3.6-3.9 
<2H), 3.9-4.1 (2H), 6.7~69(3H>, 
7.2-7.4 C 6H) 



7. 



N—N 

JL JL 



Br-(CK,) 4 -Q 



N—N 

H,N A S A S-(CB t >4'0 



2 — T $ y - 5 - * * 7 h - 1.3,4 - T 
T / - 320 tug , 1 - 7"a*-4 - 7 x - ^ 7' # 
x4S0BiJltf(|i*UA!SflBlOM,K-«>>f 

* * * A t i Ksr-i^Ta^ife^sffl-c-etffi^t 

fc e KfSfc*to*RiBx^ **0frjR L r 7*, 1 ft 
£ 7* « <k 7* > V 7 * , 7*C , ft*Q£&#*C»fcifc8> 
Lfco ftR^T-^/IfcJfcTkttKT-h 'J 7 ^ ± t 

ft. «£E«JSLfco 

F,j|afiLt2-7;V-5-C ( 4 - 7 x ^ * 
7 ^ ^ ) ] - 1.3.4 - t T '^T / - /w 300 « 

* & a fife /& 11 I *C 

75£* fit! ( C^HnNsS, Ut) 
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» GI ¥2-179 (23) 





CM 


H(0 




S<4 




c« 




Br(* 




54.31 


5.70 


15.63 






54.72 


6.43 


24.27 




54.29 


5.69 


3 5,88 


23.90 




54.98 


6.40 


23.9 J 



8. 

COCH, 

V 

CH,(CH r 



OR 



CH, 
I 

BrCH,CH,CHBr 



COCR, 



CH, 
I 

0-CH,CH,CH-Br 



2.4 - C> S h'o^V-3-T'p ^ ^7 Ht h 7* 
> V 5.0g. 1,3 - 4? ^ O * 7' * X ll.ig, ft 0 * M 
9 A 6.0K Xl/? h 9 n - ^^^T^^s^A.^p 
* K 50 mg O T -fc h ^ 130 mi* £ * % - £ ftj ft 

a ffi L A: , # » . ^ ® 4fe * iF SJ L. , iP ffi R H8 L 
Arc KS^t'/"J/i^A'*^A^D^^?7 <1 - 
( m ; -»*fy : »ist»-i : > ) fli 

y o + v - 3 - 7* o \£ a* y x — a* ^ * * ✓ 2.4 7g 
fco 53 - 55 

7C * # fff ( C„ H„ O, Br £ L t ) 



9. 

0(CH f ) 4 -Br + HlQ-.COOCR.CH, » * «f » 
^(CH.fc-jQH 

Tl - y A. - 4 -7x-A-7**X 2.4 7 g t 2 - 

7*^y^5oi<o©«i^io^yt: (> 80 t i» 12 » IBJ Jt 

V V * * *> tl 9 * f n * * JT 9 7 4 — t & & 

» ; -N*tv : ft»xt^ - 4 : j ) tniilr 

1 - xh^t/*/u#^/U-4 - ( 4 - 7 * = A* 7* 



✓ - A- 20 ml , 1 0 % * 0 <fc 7- h U P A zk 8 IK 20 ■< 

tegtfL-C. 100 -C "C 12 «Mft# t ft. **P& , 
* T? ife L , & * ft m + h U frAjrTfciftLfc* 

y - a : 25 # t > * » r * » 1 00 r- 10 : I > -c 

$ # © 1 - ( 4 - 7«aA*rf-A*) f -4 

NMR ( CDCl, ) 

4: l.34 - 1.85 ( 4H f »), 2.20 - 3.04 (J2H, m ), 
7.04 -7.40 ( 5H t m) 
M S : m/t 217 ( M* ) 

10. 

i - Jch^^^ATjf^^e^^.^^t i - 7*p 

*0Mfc|S]ttlC4Q!!L-CI - ( 3 — ~7 x. — A* a 



NMR ( CDCl, ) 

* : 1.63-1.97 C2H. m), 2.44 - 3.00 ( 12H, m), 
7.04 -7.44 ( 5H t m ) 
M S : m/t 203 (M + ) 

M« II, 



H.N-Q-OH + <CH,),CCO0C0C(CKj),- 



N» OH 



y— V 0"( CH i)«- B »" CPiCOOH 
(CHOiCOCCWH-^J-OH > > 



K.CO, 



p-7«;?x;-* 3.06g t 10 % zk » <fc* P 

M ^ATlcgffliOSOiiicOaiRlcaa-C^- t.rt - 
^*A>-«>-*A>«*.-t 6 43g t T H F 5 ni O » ffls 
fcftj&fca 80lCX-12^Mtt^tt^S)L, 
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^*^x:tta*^^=»4 : l 1 t*tt* U , p - 

C tert - 7* h * V * ** «K a >u T $ J ) 7 * ' J - * 

p> n A: <t * % 300 h t # ® a u * * 

210 o«. 2-7 r #>;'lOa*<OiftBfcgiaT3O0- 

y :ft»*t^ a io : 1 ) •CWMl, i ~ ( ten 

-rht'/SS^j^sArT?,/ ) - 4- C 4 - 7 x 

= ^^h+^)^v-v » fc . ft <p fi. fc ft £ & 

KfcffrTh g7^**ff*K5plfrfi0;t, ft T 30 
#M«f*LA:«> ElSfc L, , ftfc&H* 

* V 9 7 a * S ffi , ftfc*«7k-ClBfcftfrL, 

# * fll 3 3. 

(I) f^-C^OH > (^-CR,0S0,CR. 

A» T f l.SOg fan/fir 30 d^O|$ 

, ?K ft J: "0 £0 L ft , 
» J* * n V K LS2g kl*Mt||TLfc, RE 
ft^lfegfi-CSO^MUt^L, 7k 3 @, a Si 
*«*lH-C**ft»Lfc. * « m * 6 7k R 

v 9 o t v * v * 1- ft* — \ 

2.06ff * # <: ■ 
N M R ( COClj ) 

8: I.I *~l.9(BH)i 2,|-2,S(1K, n), 2.02 
(3H, a ), 4.13 C 2H. d, J = 7Hz ), 
M S : tn/f J 78 ( M* ) ' 

(2) 



?*K1¥ 2-171) (24) 

NMB { CDCl, } 

* : 1.66 ~ 1.90 (4tf, mh 2.67 (2H. t), 3.90 

<2H. t). 6.36-6.82C4H, ro ) , 7.1 3 ~ 7.33 

(5H, m) 
M S : m/i 241 ( M + ) 

*mm i2. 

Q-<CH,),-OK > Q-CCH,)i-Br 

5 - y^^A^^yfii/ — i — — a» 20g, 47 % A 
tt7k*«30mJ<3att*6B£Mfflft£rc?*.£Jc; 

ft L , jftTkllid^ ^ «J * * tft L , fl$ £E » *t 1" 

- ( IS fli « : a - *^ * * s : ft 0 * « 100 : 
i ) "C ft » t , i - 7 o * - 5 -7 9 

v 18.87k *&fc„ 
N M R ( CDCI, ) 

9 : 1.28^2.03 (6H, m>. 2.63 ( 2H t t), 3.42 
(2H, t) r 7.08 -7.40 C5H. m ) . 
M S : m/i 228 ( M* + 1 ) 



ID -C 1» f) H f: '/ ^ ° ^ / ^ ^ >^ ^ * * * 
* *w * * — h 0.8 0 g . p - Y o * *s *< s XT 
A, r t K 0.60g & 7* JB 8 * M 0.93g <0 

N ( N-';/tf ^*^AT i K 6 ■* * ft * tfe * 
701C-C — gfttfUfe* EJt&£%fc|ftB* = 

^ -C- -ft W L , tK tt Vt o f: • . « 1ft JV 4r , I & 

s * sub t mi 7 a , 7k. «a«ift^7k-ejiR2fc 

-4 y T ^ f K 460 Wtflfco 
N M R ( CDCI, ) 

« : |.2-2.0(8H). 2.40CIH, quintet. J«7Ht)* 
3.92C2H. d, J = 7Ht), 6.99 ( 2H, 4, J = 
lOKi), 7.8G(2H. d, J^lOH*), 9.88 ( IH. 
■ ) 

M S : m/i 204 ( M 4 " ) 



~-> OHC 
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ttBD* 2-179 (26) 



fc^fl 14 

OHC-Q- OK 

<b O 7 i ^ 1.46 g&tf&KifryfrA 1.80 g O 

ft»Ltr ( 3 - /*->i'7't*i/)-<:/.*TA' 
ft F 1.3 4 gfeUto 
NMR ( CDCt, ) 

« : 0.9 7 (6H. d. J=*7Hi), 1.6-1.9 ( 3H), 

4.08 (2H, t, J«=7H»), 6.9 9 (2ft d, J = 8Ht>. 
7.B7(2H f d, J=8Ht), 9,9 0 ( I H, i) 
MS : ro/i 192 (M+) 

15-17 
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2; S 



I 35 
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T ^ 

I K 
I N 



&mm i8 



CH, 



N.BH,CN 



H,K-CH t -^0-CH<^ 



P - 4 y/D#^j/^i/X7J«'ffe K 77 0 ng, 
ftB7x^->A OgO' / : ^ ^-A'20o^jStt 

^fc«^^4raflt?40^«ft^Lte e SJBffl* 
li Wit It, ft K * ^ ^"C*J« to tfj U te d 

NMBCCDCJ, ) 

« : 1.28(6H, d, J-6H.X 1.50C2H. 0,0*0 
m$z ) . 3.7 1 (2 H. 5), 4.4 6 ( 1 H, h«p. t 
J«6Kx). 6.7SC2H. d. J-8Hx>, 7.14 
(2H. d, J»8Hs> 
MS : m/i 165 (M*> » 
19-21 
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M OH ¥ 2-179 (26) 
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22 

/-\ /-v 1 ) K H,0H 

p - ( 3 -7 x*^^orf*'/)^yX7A'f 
o ^ ^. y — ^ 2 o ■* «|> |g IB. K , >K * T , io 'je 7k Bt 

750mg^f»A:o C<D<l>6to<DT\>?K Y * 7 9 * 
ffiTLfco -3 0'C-C20^Mfft^UA:O^, 



^tftjRt, io%ffi»^tfe^tep QLmn*m# 

NMRCCDCU ) 

3 : 1.6 ( 2 H, DjO-CfS*), 2.0 0 -2.3 6 ( 2 H, m). 
270-3.00 (2H. ra). 3.8 J (2 H, t ), 3.9 7 
(2H, t. J-6Ht), 6.87(2H. d, J = 9H»), 
7.24(2H, d. J-9Ht), 7.25(5H, e) 
MS : m/% 241 (M* ) 

23-27 
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0 *W 28 



0HC -O-°- ch « ch « ch <ch| 



HO-CHr^-O-CH.CK.CHC^ 
C*-CH t -(3-6-CH,CH t CH<«£ W>N> 



H»^C« t -^o-CH 1 CH l CH<^ 



LAH 



3 JtlDi, tB'C2«mtt|fUt, Efcfc#<& 
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BO ¥2- 179 (2fr) 



* « ffi T » *S L , i-{S-****h+«/)*< 
s *S j» 0 * y K 1,4 S g t ftfca COfb^ttlORN 
-.^f^i^ATi K 5 0 ini * © K * > y * 
a 7 '/ K 3.3 g O tK 14ol*«i8t**fcTjtD;Lrt:o 

L , ^JiK^&^ttxf A^t»itbU^» ft flfc * ^ ^ 

Aji-CKftL, «ETaflLtp-(3-^t^ 
7 Y + ¥ ) ~< v t> * 7'-> K 1.48 g tfffco tO 

<fc * to o h 9 * k p 7 ?y30ai*e«fczk* 
fb«l^?A7^?-M SOOmgfcTfcttTflJ*.*:* 

<> * •iOzktt4fe^#»Lfco*#to*F8'JL*:i& 
«t«STfl«ttp-( 3 - > *• ^ * h * ) 

*< X *> A' T ? ^ LUgHfca 

NMR(CDC1, ) 

« : 0.95(6H, d. J-7HO. 1.5 (2H, DjOlrfc*). 
1.6-1.9 (9 H). 3.80 < 2 H, 8 ), 3.9 8 ( 2 H, t P 
J-7K*), 6.87 (2H. d. J = 9Ht). 7.24 ( 2 H. 
d, J»9Hi> 



MS : ro/x 193 ( M*) 
29 



COOR 



6 



COOCfl|CH» 



1 ) CZCOOCH) CH 3 

T BA/THF 

2) tr«BH< /H f O 



i OH 



COOCH t CH A 



>**'/v-> 1.0 1| i h 'J x a* r * X 0.7 2 g. 
O^K^tKo^?^ 2 0 mKO&foK -10 5t; 

2raiO?SiR^Jto^30^Wtt^-f4 0 *f -f * *S 
fi%F*L f -F****fl:****F y * a 0.S7 
g, 7k 10 al<0 8 «fc *?&T 30 t 2D *. , & 

& T* 30 ^Mttttl- R)5fi^«S*7k^Tl N 

h y 



ciii«'/v)oiaia"c-®ttiL ,, c*^-^ i - < 4 - 1 

0.6 9 gttfc, 
NMRfCDClj ) 

* : 0.8 8-1.4 2 ( 1 H. br), 1.3 0(3H, t, J«7.0Ha). 
1.42-2.00 (5H, m), 2.77(2H, dt,J«12.0. 
3.0KO. 3.5 2 (2H. d. J-6.0Ht), 4.1 5 (2H, q. 
J«7.0Ht). 4.0 0-4.36 ( 2H # m) 
MS : m/% 187 { M* ) 

(2) 

CHO 



CZ.COCOC/. 



*T(C a H a ), 

DM30 

CH,C/a 



6 



COOCH,CH, 



**1f 'J f 9 KL39gO'^"B^y 

30m*fSttte-60--50 < COEat* > * A- * a- 
K 1.97 g O b o / ^ J' 5 nijgftlr j&D 

it5»ISlCi^^ l-(4-tKp + ^^^/f) 
t*-<i; '>;/'aA';K*0'V — h 2. II gO ^ ^ o p 
y-/y l0iijB***TL, 1 5 #f.fl # 1" * <, 



Kl&ft^ftK h Mf *7 f f 5.73 B tlDJL 5 

*M»JU, afttisfrHftttti. Sfcfcfc 

**iu£ p p y * V-oam-**. i n 

tt», 8 fa A&TkTMK frft.® L , fczkflES? -r ^ * 
'/^J;1fK*«, HETItfC, x. a* l 
- ( 4 - * a* $ a* ) ^-<y ^x^^^*^u— h 

1. 9 7 g * |9 *I o 
KMRCCDCU ) 

0 : 1.25C3H, t, J-7.0Hi). 1.4 2-2,10 <4H, m). 
2.24-2*65<lH. m). 2.6 5-3.2 4 ( 2H. m), 
3.8 2-4.4 1 < 4 H, m ), 9.6 8 ( 1 H, » ) 
MS : m/% 1 8 5 (M + ) 



(3) 



e e 



DMS 0 



9 

COOCHfCHj 



Tfc $ it * * *) 9 * Q.2 4 f[ * i> / + J* * *> * + 
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V 6 olKta A. 7 5 ^ 30 H ft # U t&ggK 
J* 9 o JJ K 2.1 g O i> / T » * ju**'/ KS if O 

•y u - h 0.93 g <D y ^-/^jxA'jh^V K 5 n£ IS 

ML, fftftJI %tt« fctt* t?«fe» L . 

•) *yA-*?A^o^V^?7^ - C 3 5 g ) ft ft L , 

u - h M 3g*fl>fc, 

NMR C CDCU ) 

<5 : 1.29 (3H. t. J»7.0Hi), 1.1 0-1.9 5 (4 R. «), 
2.0 3-2.5 8 C 1H. m). 2.3 8-3.0 3 ( 2H, m), 
4.16 (2H, q. J«7.0Hz), 3.8 8-4.4.0 ( 2H, n). 
5.4 6 ( 1/7 H, dd. J- 12.0, lO.OHt), 6.13 
(6/7H, dd. J«16.0, 6.0 Ha). 6.4 2 C 1/7 H, d, 
J= 12.0 Hz), 6.4 3(6/7H. <!, J - 1 6.0 Hz ). 



It [IB ¥2-179 (29) 

7.0 B-7.4S (SH. m) 
MS : m/» 26 9 CM*) 

(4) 

fH.CHrO 

C00CH,CH» 

x a- 1 - 5^) 

* * v/ - K 0.8 0 g t 1 0 % /< ? i> * a -&JR80 
"«Oftffix^>i/(40niO^a#«ff^fiaiT7k*O 
ft tttfjfctf 4 "CftttitTCi- *, ttfc*P;*L, P 
1ft*J*ffiTafcJ»L, x i - [ 4 - ( 2 - 7 

* - » X * A* ) 2 * V C^J'* A'lK+i'U- h 

0.8 0 g 

NMR<CDCl, ) 

* : 1.28 (3H, l, J-8.0H*), 0.7 2—2.0 1 (7H, m)» 
2.50-2.98 (4H. m), 3.8 9 —4.4 2 ( 2 H, m). 
4.14<2H. q, J»B.0Hx), 7.0 2-7.5 4 ( 5 K, m ) 
MS : ra/s 26 1 (M + ) 



(5) 



47% HBr 



x A* 1-C 4 - ( 2-7*^A'-x^-^u) ] 
>£ '*< «; ^vtf/ujK^i/u- M.7 0 8 h 4 7% 

-cifcfrt. zkSfc 20 ^TkBfcft*- h a -br^a 

■j&t-f*. *«["c«t*f «x -^^-c^m-r 

* JbT! «ET RKIU t 4 - ( 2 - 7 x ^ 

) tf-: ^ 0,4 2 g "k^fc. 

NMR(CDC1,) 

» : 0.7 8-2.0 6 ( 8H, m), 2.3 0— 2.8 6 ( 4 H, m ). 

2.8 6-3,3 2 ( 2H, m), 6.9 5 —7. 5 0 < 5H. m ) 
MS : m/i 1 8 9 ( M* ) 



30-32 

enn 29 (2)0^^^ i 



'/X*//«Kt'/»/'-^, Ph(CH,) u P Phj ?r (u : 2-4) 



esse 

B X* 
O V CM lO 



. to u> o» 

^ o M v 

j N N « K 

o J / ? I 

O to © « «•* 

° CO CO o 



as 



N N C« 



x 



r 
•* 

•a) 
o 

il 

M 
N 
I 



5 4 a 



E 



see 

US X 

^ C4 W) 



CM IO h U} 

_ Bft'K 'p. CM 
4£ , - H Pi tO N 



G 00 CM 

U N h rt CO o 

^ d m c«i N S 



CO ^ 



9-i 
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33 

(1) 



ClCOOCH,CH, 



HCl 

NxOCOCH^ ^ 



15 Hfl ¥2-179 (30) 



-» CH,CH,OCON^}lH 



* * * *s y i.i o g o Ttc is © » ic a ffl T 

2 NJtftK* PH2 Kfc**^to*.*«fcfrCC*ttC40 
fcft&th a * ft * * ^ 1.28 

*«a fcffltt A«*-ett»tt. ******* 

AitK»«£TS«lLx^^ 1 -* * * -< * 

-i>;/£n*i|**i'V-»- 1,27 B tftto 
N M B ( CDC li ) 

t M.2BC3H, t t J^THi), 1.6 0 — 1.9 9 (3 H, m), 
2.7 5 3.0 4 ( 4 H, m ) , 3.3 0 - 3.6 5 ( 4 H, m ) , 
4.15C2K, J- 7 He) 

MS: m/» 172(«*) 



(2) 



-> CH»CH,OCO>Ql-CHrO 



K s CO, 
TH T 



0.86 t *< ^ a- * p -f K 0.90 K 
B79./3«ii»Ufc«a* V * * 0.80g tftliL.4 

~.*1>-;/-ftft:*7-A'( 2 : 1 )coaffi"C|&tilU > 

i Ar i - ( 4 Jy 5?*)**t'-<?i;y*^ 

iK* V W - V 1.06 g <fflfco 
NUB(CDCIi) 

S : 1.25C3K. t, J-7H*), 1.62~2.05(2H. m ), 
2.5 0 ~ 2.8 I ( 4H» m), 3.3 2 ~ 3.7 5 ( 4 H, m), 
3.61(2H, i), 4.14C2H, q, J«7H«), 7.29 
(SK. >) 
MS: m/i 262CM*) 



2I*=52 > HN^CHcO 

0.8 5 g t 47 * A <k 7k * S 8 * 5 ml <0 & % 10 * 

fU3 ioo -C -C UoAfc-f * o KJ&»fc<l>*<o*fclni*-. 
ftB**- ^-cjftfr-f * fl TkJiV 309b *K<t* h M * 

iffit h y*^-h-cRttfc. *ET«iat i- 

NMR ( CD'ClJ 

« : 1.60~t96(2H, m), 1.9 I ( I H, a), 2.S 2~ 
2.80C4H, m), 2.8 0-3.0 7 ( 4 H, m ), 3.6 8 
C 2H, ■), 7.1 2-7.45 ( 6 H, ra ) 
M S : ro/» 19 0 
^4-37 

^^^ 33 O (2) - 13) t (5J « K H U.t & T <0 4b 
* % * *: o 
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— > raQr- < ch, ) f ch, 

x t ! _ t * ^ ? ^ X * ^ »*f * u - h 2.0 2 

3-0 8 g U« 2. - r ^ : > 20 mi O ffi * 80 X t* — 

A'-Ctfilili-^, fctfifcfcjicftL, Jfe2jc«K^hV 
20 , 10%??tt>'-^7kl&tt20mi*rlnit r l00 
t»Hiti 9 lb zk ft U . fe7K«K^^ U 9 

KM S (CDC1, ) 

8 : 0.7 3-1.7 4 C 1 9H, m), 2.1 6-2.5 2 ( 6 H, m), 
2.8 4-2.9.8 ( 4 H. ra ) 
M S : m/t 22 6(M f ) 
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CH,CH,0C0-*fjlH + CH,-(^-CKC 
CH» CH, 0CO-lQ-CK t -^}-CHi 

hQi-wO"* 11 " - 



s i-tr-«?{>y3b^i^*Vi^-> 1.6 g, 

^ ifev-, * * * V * a n* t * ') it t U 



► n 0.36 g tfljfc, 

KMR (CDCIj ) 

3 : 2,42(3H, a, CH, ), 2.3-2-6 ( 4 K r m) f 2.7- 
3.1 C 4 H. m>, 3.4 3 (2H, «, CH t ), 7.14(411, 
» ) 

#J*W 52 
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a : 1.78, l,B8(^-ft*C3 H, »)i 2.9 2-3.5 6 (2 H, 
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NMR (CDCI S ) 

A : 2.08-2.5 1 < 2H), 3.20 ( 2 H. dd, J=7Hx, 
J = 9Hs), 3.50<2H, t, J = 6Hx>, 
7,68 (1H, d, J = 9H«), 8.4 2(IH r dd, V - 
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7.4 0 (4H, • ) 
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TtBU¥2-17!l (41) 
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» B8¥*-179 (42) 



Si 



S 
mi 



o 
o 
u 

3 

z 



a x 

^ ^ 00 (A 

8 8 11 II ^ 
X ~ X X 



PC X X X X 

^ ■ W 04 -» 1 

S— / ^ V-/ 



<o o tn c- oo oo 
n « <n in «) o 

^ N N W N ^ 



0 



IN 
D 



» X 

^ ^ m 

a e || 

. •-» 
x - x 



: x 



_ ^ _ x x x jj 

^ • ^ n •-• •-! ^ 



J? ? w 

U I t 

Q o CI oo e- 

O to tn ~ oo 

^ ^ <sj ci 
PS 

s 

2 



• S 



M 
ri 



5 



3D 



E E 

X * X 

04 00 

° ^ 

O 3- t- 

t I 

00 to 0) 
oq « 



X X 



■fi 

<o w 

U3 



CvJ CO 



I 

CO 

S 



«1 

X 

u 

»w» 

■4 



11 

ft* 

I 



I 

CO 



Y 

□ 



&mm 101. 

Cj K.OCONKCKtCFftNH, 



THP 



j 

CD C,H l 0C0NHCH f CH.N<; y=\ 

® C i K t OCONHCHiCH,NK-(CI^> > -^3 
* A"K^ h * x f 1/ y 7 J y 0.8fig , 3 - 
7i ^/u^Pliny^^ KX.33g t ft * tt A 9 
* * l.Og ^f-h ? K d 7 J y i() ai O & £ ® 

% ot^c -a - fcto/fcaiftLfco * # 4fo * f * « . 

Kx^yu( 3 :i)t?@aiL-C N - # ^ »K x P 
*.X-N,N-^-(3-7»a^7 , Dt>)if 
;/ V T e ^ 0.54g®t N-^A^iKx |> t^-N 
- ( 3 - 7 x ^ 7* o tf ) x^-Uy^>TC ^ 
0.60R® » o 

Q NMR{CDClj) 9 ; 1.23(3H. t, J=7Ht). 

J.56-2.02(4H, m), 2.20 - 2.87( JOH , n«). 
3.00 



,<CH, 



3.45(2H, m), 4.12(2H, t, J=?H%}. 
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S.ISdH, br), 7.21O0H, •) 
d) NMRCCDC1.) 1:1.21(18, i), 1.25(3H ( t, 
J = 7Ht), 1.61 -2.10(2H, m), 2.45-2.93 
(6H. ra), 3.29(2H, q, J«6Hi), 4.IS 
(2H, t, J = 7Hi), 5.15C1H, br), 7.21 
(SH, a) 

q,HOO0NHCHCH.NH-(CK) > -Q > ftNCH.CH.WK^CH,), 

• 2HCI 

t> ) x t V y ^ T < y 580 B? O ft « ® 10 ai jg 
* 120 'C-C-fcftiJtt L fco »fflt%i«£ET 

^30n«4:^T:ft«^-j-^oRi5*Cffl\.>/Co 
NMR ( DMSO-d, ) 

^ : 1.76-2.20C2H. tn), 2;48 - 3. 10C4H, ra), 3.22 
UH, »), 7.28C5H, a), 8.0-I0.OCSH, br) 
MS : m/i 179 ( M*+ l ) 



2 
V 
*• 2 £ 



V 



CM 
O 



B £ 6 



m o 

N 00 10 

ci <si oo 

1 I I 

to m cm 

« N N 



* © 



CO ID 
M CM 



s 



00 4 



£ 6 

St 
t£ 



* 



104. 



}»BB72-179 (43) 



-> hm3'-(ch i ),-(3" cn 



3 - ( p - *s r s ? x ~ ) 7* * e^a-^^T 
K 250 «« t jte ak * -< ? * 0.85g t & ® * 9 * 

x. 0.5g ^>7 i h9tKo79v 10 niO ft^ j&W ^ 

2^w»^a«ufco «E»ja t tain 
a* % ao *-c &r x * ^ to u , 

^ a- > r p t ] ? < uo ) *«fc. 

NMR ( C0CI 3 ) 

a : 1.60 -2.I0(2H, m). 2.04 OH, •). 

2.19-2.54C6H, ra), 2.69C2H, t f J=8Hi)» 
2.89C4H, t, J = 5Ht), 7.27(2K, *, J = 9Hx), 
7.56C2H, 4, J = 9H*) 

MS : m/t 229 ( M* ) 



105. 

0~ ch, O h 



CH, (CH.),NC0 



£^-CH, N^JfCONa(CHi), Ctt. 

I ? y +j * t - ^ 5 ^ ^ 1.76g, H 5 t K o 

7 7f20ra*O©fl*tt ( T* - 

fiflj <0 J - ^y^/u - 4 - 7 t * T i J a *> or a 

* -4 ? i> v 2.8r * # fc 0 £<n*»<o^fi«!-f?>i 

NMR ( CD CI j ) 

* : 0.90C3H, t), M-I.7<4R» m) , 2.2-2.8 
(4H f m) t 3.0-3.6C6H, m), 3.50(211, 
4.5(1H, br s), 7.0-7.5(5H, m) 



0^1 



106. 



DCC 



! - *<y*s*,f£**9&y 3.52g, 3 - 7 * ~ ^ 7* 
a \* * v m 3.5g , ^MtKo7?/20 miOftft 
i> y o * a, it A, * i> 4 i K 4.5g % 2D *. , & H 

100 ml ( * 50 ml V DO iL # Hi* « * A t7*#« 

JEftlSL-C, f*tt«Ol-^x^^-4-( 3 - 7x 

^ r o e**^ ) ^-t^^yeg^^fco 

NMR ( CDCI a > 
at 2.1— 2.5(411, m) r 2.4-3.2(4H, m), 3.3- 
3.8(4H, ra), 3.45(2H, ■), 7.1 -7.4 (10K. m) 



#4fl 10/, 

£^CH,lQrCONK(CH,)»CHi 



Hr^J*C0NK(CH,),CH, 



I iy - 4 - i ; ^»K£^f 
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-< 7 *s y 2.8g, * S </ - At 15 n* cO jg ft 10% 
'<9s>9/»-N* 250 "t*lDjl. * * O ft jfc, 

2.2g $ fe« £<o*>ottfa«-r*££;feLte*<o 

NHR ( C0Clj ) 

4 : 0.92C3H. t), 1.1- 1.7 (4H, m) , 2.7"-3.0 
(4h\ in) 3.0^ 3.5 (6H, m) 



10*. 



O coch » ch » "O 



wQcocucHi-O 



1 - (3-7x-^^ot:^- 

i: 1=3 « L -C 3 - ( 3 - 7 x ~ * 7* o tT^^/u) 
ef 9 * « A: * 

M S : m/x 218 ( M + ) 



O- 



CHiOH 
CHiOCONH-CH-COOH 



CHjOH 

N-^^iK^y£?A-*^V--te g 2.0g • 1 - 
( 3 -7 , = a/ d ^fl. ) -< ? i> X 1.57g, 1 - 

KM'/^y^f ij-ry-.n* l.04g N, N - *> 
>f /u*^A7^ K30ni(|»S»JC, * ^ T '/ 
* o^*-y^j&/i>itfiM * K i.58g * tin it o S 

JSS#&*£ffl-e24#M«#L, 

H^-h V7A±-eE»u, a* e t a « u ■ « fc 
xi - c 2 - (-fx';^* + '/*^iKa*T$ / ) 

= ^7*o^A^)tf-c9i>v 2.39g fc« 
95 - 97 TC 



7C$ & ft ( C«H„N,0, tUt) 



NMR ( CDCI, ) 







H{*> 


N« 


* : U7-2.0C2H). 1.8 


-2.6(3H, D.O "Cffi* ) , 




6 7.7 4 


7.3 4 


9.8 7 


2.3-2.8(8H), 3.4 


-3.8(7H). 7.1 ~7.3(SH) 




6 7.7 4 


7.2 6 


9.8 8 


MS : m/z 291 (a* ) 





no. 



&*to in. 



CK.QK 



Q-CK^OWH-CK-CgQ-CCI!,)! 



HO. 



H.N' 01 V C0n3-(CH,), "O 



HO' 



J£"x + H t NCH.-O" 0 - fCK '> ,CH » 



COOH 



HO, 



ho' CHn conh«. "O" 0 -< CH *>- «»♦ 



- 3 - fc Kb*'/^d^*-*]«4-(3-7x 

- A« 7' p fcT A- ) -« ? 4> 1.1 2g O x * / - 30 
mi * m m K 10 % 9 i> * * - ft * 100 OK % DD it . 
7k * ft ft T7k* <n ft ipc tf jfc tr * -c tt # U fco ftfc^ 
* F'S L 2r 4 . iPfflt*«ETa©Ut J - ( 2 - 

3 - 7*-^7 , p7*^ ) * 9 i> y 800 0* * ft fc • 



U * a - * 0 ( 65 % 2k & ft ) 150 m & 1 - fc 
Kp+VCyXh »; r / - ^ 110 n« O N,N - > 

*> ^ * 4 ? K 160 rag to & fc« Kl5i&*<&*^ 
« -C 16 B^rai* t* L , ft«if^tft«Ltn^ ( 
£ ft fl? * t- h V 7 * * g ft 7k, » * Jg * 



-1422- 



♦ VHy^^J-ZHAT* K 80 TO f£ <> 
NMR { CDCI, ) 
J : 0.9O(3H, br t), 1.2-1.5<8H), 1.7-1.9 
(2H). 3.0(1H, D,0 "Cffi*c ), 3.8-4.0<2H), 
3.9(1H, D.O-C-ffi^), 4.1-4.3(1H), 4.38 
(2H, d, J=»6H«). 6.88(2H, d, / = 8H«), 
7.18<2H, d, J«BHO, 7.0~7.3(1H, D,0 
) 

MS ; m/z 309 ( M* ) 



112. 



N^CO.K 
• BBr 



H>JJI-(CHf)iCB, 



HOBT 

DCC 

DMP 



ft* # BIS LIS*. 1 - ^ 7+ a- 
9 >> 77 0 «K , *>C/^d^4 ,, i'^^^jK , c>'f * K 
860 n« £ 1 " - t K» #l/*iy / ► U T / - a- 
560 <n N ,N -*>>*A'*A'.fcT* K J 5 ■£ <t> & 

*. , »a*t ^^tnui-fc. jn « a -c 

ttl&ft, V * A%J0 it pHIO L t 

« xf & aft x * ^-c« m t fjio % 

5 ^ 4 — ( i5g ) *c ft u , Bta^-f-^-c^aau-c 

i.ou fco 

1) NMR ( CDCI j ) 

a : 0.91 (3H, t, J~6H*). 1.12-1.72C10H, m), 
1.92-2.93C9H, m), 2.95 - 3.26C2H. m) , 
3.37-4.30OH, m), 5.04- 5.30 flH, m) , 



7.26— 7.46flH, ddd. J = lHt, J = 5Ht. J=8Hi), 
8.18C1H, dt, J = 2Ki, J=8Hi} # 8.68flH. dd. 
J-2Hi t J-SHs), 9.05(1H. dd. J-lHt, J-2Hx) 
2) MS : m/x 3S6 ( M* ) 





a <t # * 


« a • <t ^ * 


a <fc <* ft & * 


113 


1 - (3-7x^ro fcTA,)-4-r 2- (3 
-fc'V -;>A*) - 2 - >£o ij j/- 5 -^*A^* 
A>] fcM? 5?^ 


1) NMR(CDC1, ) 

3 : 1.67-2.08(2K f m). 
2.08- 2.93 (9H, m) . 
2.93- 3.28 (2H» m')\ 
3.30 -4. 32(3H, m) . 
5.00-5.33C1H, m). 
7.05-7.52(6H» m) , 
8.19(1H. dt, J«-2ffa, J-AHr), 
8.69(W, dd. J»2Hx, J«5Hx), 
9.05C1K. dd. J-2Hx. J=2H*> 

2) MS : m/x 376 ( M+ ) 
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CH.CH.SCH, 
COOC(CH^, 



N - ttrt - - 2 - ( 3 ~ * 7 

& *> ) + T / V >" - 4 - * <v iH v R 600 • ? 
t 9 K K 0 7 9.x lOalOJf KK, 4lCj^Tt L- 
y****/ y t^x^f- A«ta&& 3900?, 1-tK 
h ij 7/-^ 390 qg , N - > A * 

» ffi . ft«xVA50oi*tojt.*^4&%tF*U, 
A* ft* 0.5 M<0* x y ®7kfSffi. 7k, 5 

A-Cfc&L, «£««LX. fcfcO [N - Uri - 
- 2 - ( 3- e^*f7/ 
V - A A »tf — A ] - L X > 

f A'X^t ^ 440 mg * 



» BIT 2- 179 (46) 

NMR (CDCI 4 ) 
* : 1.3 6 (9H. • ), 1.8-2.2 (3H. m ). 2.2-2.6 <2H, 
m), 3.26(1H, dd), 3.6<1H, dd ). 3.78(3H, 
a), 4.6-4.8 <1H, m ), 4.8 6 (IH. dd ), 6.0 2 
(IH, ■ ), 7.3 (IH, dd), 7.8-8.0 (IH, ra ). 
8.5 2 ( 1 H, dd ) f 8.6 5 ( 1 H, dd ) 



%n to 2 



^OONBCHCOOCH, 
N-/ttA*A-2-( 3 - fe' 9 *J A ) T / 9 

50*8, N, N- / ^ A * A A T * K 10 niO feWi K . 
41CJ&LT-C L-y^-^sy y A x^^A^-ffl 
» J£ 1.16 g, I-ttKB*j^<y/> ij T y - a. 
1.17 g. N - / A* V v 560 08 , & * ? □ 

* a * a * * K 1.32 g * « fc Jfa *. , 4 £1 

T-ci^w, s&-eis&iuna#-f* 0 J&L T * flj 



-2-(3-t'iJ'M}f7/'li;y-4-A^# 
-A]-L~/?-a-s;/y?-A i^f /u 820 cjg 

Ttx&mm (c„K tl N»o 4 s, ut ) 

a tt fK 1 0.9 6 

Slftil 10.62 
NMR (CDCU) 
3 : 2.08 (3H, « ), 1.8-2.5 (4H, n ), 3.2-3.5 ( 1 H, 
m), 3.8 ( 3 H, • ), 3.5-3.8 ( I H, m ). 4.5-4.8 
( 1 H. m ), 4.8-5.1 ( 1 H, m ), 6.1. 6.4 1 ( # •£ . 
t Itfti), 7.2-7.5 (IH, m), 7.8-8.0 (IH, 
m), 8.34 (IH. a). 8.4-8.9 ( 2 H, m > 

&m to s 



e 9 4 - * ^ ^ ^ ] - l 

- * + * ~ f * * A, X X f A> 430 US K *K # T 

IB » L , >K T . 4^S.-m<t**~^**1>-v 
i8JRlfn*fcto*.*o ^ftbltttA^f $U, & A 
frflpR x * A-Cifc^. fc» L "C. [ 2 - .( 3 - 

/**~y / T ^ * ^ a . 2 fttttt 3 00a« 

tt^ not 

7C 5R 1% ( C„H«N 4 0,S t Cl t h. U -C ) 

mmfc 4 0.3 6 5.6 4 9.4 1 
4 0.00 S.3 5 9.2 4 



H 



CHiCH,SCKj 
CONHCHOOOCH, 
■ 2HCI 



[ N — ttrt -7*h^'x*Ai^->u-2--( 3- 
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CH,CH< 



CH, 
Of, 



s , ^COOT«-H,nAh 
N COOCtCH,), toOQ^HCl 

CO 



1 } DCC 



2) CF.COOH 

3) HC1 



o^ 1 



COWCHDOOOf, 
>2HC1 



N - Urt - 7 P h^^^^rf^-^-2 - ( 
U ^/^)f7/f-^- 4 - *MKy|l 600 Dig, T h 

f > f + » x J* ^ a, • ft ft ft 350 mg, 1 - t K 
o * V ~< :/ y* h ij 7 / ■> 390ffl&, N - / A"<6 

* * y y 1 9 0 «n&, s>*>^e-%**'A'*A'>K'sM $ 

k 44o«*ftftto*., *art-o-*ft#-r *« * 

C fcft* «F£ tFftfc»£»ft U. frftx*-A* 

*X-ft fcifcv*. & * MMtRftL, ft 

Eftlitt, flfi t* © C N - Urt - y h * 5/ * a> ttf 

* A* - 2 - < 3-tf»J*>A*)*'7/»Ji>S'-4- 



Ayi'iKa^l-L-B^yy * J- A> X. J*. T * 
830a«feftfco # H^ft-fr^ aOOns ft *K * T r 
-9 7**»ft ft- 3 ^M«l#-r^>o 

Kfc«*ftffiftft Lttft**AM0«**ln*.. 
«£ft«tia a* io«d«k:»»l, 

^mit, flcat-a^at s 9 & a * f # l , s* 

ft ft t- "C [ 2 - ( 

y^A- x X 7 A- - 2 J££ o ft /SI 9 7- 
1001C 

7CSR#*ffa <C ia H w N a O,8 • 2HCI - H«0 fc It ) 

CW H6D N((# S ^ 

Slfrfit 4 5.24 6.3 1 9.89 7.5 5 

3&g*(i 4 5.2 1 5.9 8 9.8 5 7.S5 



2HC1 



N - tcrt - T'h*V^A'iK^A'-2-( 3 - ^ 



!l V^)f7/My-4-M*y|iiD,L- 
<x - T $ / ft ft > f ^ xx ^ a, • ftftftfe 0ft 
SfitLt, fcfcfl 4 fcrafcfc&SL 2-[2 
- < 3-eU^A/)^T^ , Ji>^-4-^A,]^ 
A, A- A 1 T 4 ft-ft J* * A* X A* • 2 9[ft ft 

% ft*:, ft/* J»8-.I001C 

7C*#*fft <CuH,,N,0,8-2HCI . H a O Ht) 
C 09 

ft ft ft 4 2.0 0 
* ft ft 4 2.0 8 

< ftttfl 6 



2HC1 



N - tert - yh*l/#*iKa^-2-( 3 ~ *\ 
ij ^ ^ ) t 7 / 'i ^ J" - 4- *MKxatD-> 
+ * =• V * + » x x ^ A- • Jflftm* WffciStt 
Ut, «*Sfi)4tR««:&SL-C, [ 2 - ( 3 - 

!! ) f 7 / "J y - 4 - *^/,Ki^] - D- 

/ T * = s *T * x. * ¥ * • 2 ft ft JS * $ rt: , 
ft* 94^96'C 



7C K £ Ot ( C.aHj.N^S, • 2 HC 1 * % R t O t L ) 

& ft fit 4 2.0 7 5.8 7 9.20 1 4.0 4 1 5.5 2 
* ft fit 42.17 5.89 8.89 1 3.7 7 1 5.68 



^^V 3 ^ CK,CHtSCH A 



2HC1 



N - Urt - 7'p*V*A'jK — a» - 2 < 3 - t* 
Jr ~ y ~T ^ K»fflft«i%:mi5iR^fcL-C r Aft 

eaj4tra«rc«vaun:. [2-(3-^i^j 

f 7/'] S V - 4-*MK*^3-L->f^-- 
xTCK*2«fttt«ft«:*»A 1311C 
MS : m/z 340 (M* - 2HCI ) 
8 



O0NHCH l C00Ca 9 • 2HC1 
N - tert -7*r*^rtA-jK-.A' - 2.- ( 3 - ^ 
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v * T *> x * ^ /w . ft gfcjfi * tfi % fl* # t u . 
»aWUR€R*CttILt, [ 2 - ( 3 - * 'J * 
a- ) T / V i> * - 4 - iJ » * - ] ^ ¥ *s x 

I181C 

55 ***rfc <C ll H,.N,0,S - 2HCI • 11,0 U X ) 
CW H ft NW 

3§ |ft fit 3 8.7 2 5.1 4 1 1.2 9 

% ft fit 3 8.9 9 4.6 2 1 0.9 9 



&*8 0] -9 



N^OOOH 
COOC(CH,)> 



1 ) NH e Of I CH t CH l SCK l 
2) CP.CO0H 



3) HCJ 



OOWCHtCHCH.SCH, 
2HC| 



N - tart -7h+i'ilA'tf~A'- 2 - ( 3 - ^ 
9 & ) + 7 7 1 *s zs - 4 - 600 n« , 

T Y y t K« 7 5 X 1 0 in* <0 © , 4XftlT-e 3 - 



^ y / MJ 7 / - ^ 390BK, ^ *;/ ^ p -n * ;w # 

* a> 4 * K44o«n? & /n & in & • a a -c 3 $ ra tk # 

|«H.5Mo;xyR*»8(, *, h 

^-Cfc&L. »E«ttUt N-C3->^yv** 
7> n eT yv ) - 3 - ttrt - ^^y^#A^-2 
- ( 3-tfy^A*)^T/i;^x-4-*^«K* 
V i K2S0n«t?lfc, n*Mt-Sfc 250n5«t2K 

^Th'j7/V^ojftia2nii*lD^. 4 i: (SJ 

*BfC&^L-Cft&tfc<0 H-iZ-fT ****** 

NMR (DMSO-d ( ) 
* : lJB-J.9(2H) f 2.08(3H). 2.4-2.6(2H). 
3.0-3.7 (4H). 4.0 5-4.5 0( IK), 5.9-6.1 
( 1H), 7.4-9.2 ( 4H) 



mtom 10 



OQNM(CH f ) 1 CH, • ZHCI 



N - tert - 7 h *f#/ftf-<v-2- < 3-fcT 

^ ) f 7 / V ^ - 4 - ^ >K y © t n . 

7 f- *7 i v * W 58i8C** K L t . 9 <!: f5j» 

N-n-^^^/v-2-(3-ey 
^ ) t 7 / >J 4? y - 4 - * ^ »K * t ^ K • 2£ 
St & * o 

NMR (DMSO-d,) 
-5 : 0.6-1.1 (3H), 1.1-1.8 (10H), 2.9-3.9 (4H), 
4.4-4,7 {1H), 6.2 0 ( IK), 8.0-8.3 {. 1 H ), 
8.6-9.3 ( 3K) 
Sttft 11 

^^N^CONH'O • 3HCI 

N - tert - ^h+V^^rf/s^ - 2 - ( 3 - 
i ;';>f)f7/ii^y-4-*^«Ki'Ri 2-T 



T/'J^V-4-aA<itf**$ K • 3 ifi R « * » 
fcc »/& 145«C 

7C flf fit (C t4 H lT N 4 0 8C J, Ut ) 



Sftfit 
* SI fit 

12 





H 


8 ffj 


4 2.4 9 


4.3 3 


8.1 0 


4 2.8 3 


4.5 8 


8.0 3 



"CONH'^T ' 2KCI 
OCH, 



N - Urt - ^h^C^yu^-/!^ - 2 - ( 3 - fc* 

'J ^^)^ryy^^ - 4-*^^^»t 0 - r 

- V y %m\*n tt 90 9 (HH&K&JI U "C N-<2- 
> h^V7«A/u)-2-( 3 - tf 9 *? * ) «f t 
/ 'J / - 4 - A- ^ * t ? K • 2 *g « * » , 
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7C Xft 1ft <K (C„H lfl N,0,SCU iU) 
C W H W N tfl 
1 Stiff 49.4 9 4.93 10.6 2 
4 9.2 9 5.18 1 0.3 6 



%ttm 13 



CtU ■ 2HC1 



2 - ( 3-^H^^JfT/My-4-** 
fKxSl630B«. m - 7 * 350 o?» & *S 9 r* 

^*>s»1iA,#i>4 $ K 650 o« & U< i - t K n * 
y ^ y V b *) T */ - * 4ZQ m f> 'J J * A* * * i* T 

9 s- ^50«it*5C^CiS'&4&% , #^L f *f§q&fciF2rL 
*: . <Ffc*3k2E, « R * £ h V * a S . 

»l^^;?7^Ktlt»UN-( 3 - 
/Vt>3'-4 - K 230 Hg * (§ „ £ 



ftBB ¥2-179 (49) 

a a- )- - -2 — ( 3 - * y ) f 7 / 'J V / - 4 

K • 2&®«25O0«frft*:o 

©A 129*0 

7C ft {C,.H M N s O,BCI| tit) 

C M H(N S W 

gSfrffi 4 9.4 9 4.9 3 1 0.8 2 8.2 6 

4 9.4 9 5.0 8 1 0.5 6 8.2 4 



seta m u 



^y^N^COMHCH^CH **** ■ 2HC1 



2 - { 3-* V T/U{> 5 '--4-#A' 
fll 13 O ft \.> . N-(2-7*~>v*^^) 

- 2 - < 3-^i;^^)^-Tyy i ? x-4-^^ 

* * $ K • 2 JSffiJt * fcfco 8£ HS'C 



* 2ft 16 





c a 


H ft 


k m 


3 t# 


mm* 


5 2.8 5 


5.4 8 


1 0.8 B 


8.3 0 




5 2.2 5 


5.7 4 


1 0.7 7 


8.1 6 



* ttH 15 



^jQ^-^OONHCCHiX SCHi- 2HCI 



t 3 - / f e^7C yi»e> N-C3- 

r/vt'j' - 4 + k - 'a tt R it % 41 

C 0Ej H W N W 

£ttf£ 4 2.1 6 5.7 2 1 1.3 5 

& ft O 4 1.6 5 5.6 3 1 0.8 7 



OQNH{CH,)»SCH, • HCI 



i)i;y-2-7^f k KUOgi L - * * 4 
^ 1.70 g O 50% ^ * ✓ - c£ gft a fit; 4 K 

»*3L. fo^tKtofcfcftfco £ *t * -f h 7 * 
K t» y 7 ^ 35ot *C © 8¥ L . & *s ? t* ~* ± v a, $ a> 
iK 4 S K 12.89 g, l-kro*'^^^^/- 
A' 1.89 g & 3 - / f- + * 7* * * j\*T $ V 1.62 
g flD*_&fi-C-*fttt L fwo Kfc fcdfc * ft® 
xf^tHHL, ^ jS $J & iF ifi L X&\ % it o iPtiL 

a'a l * »> ^ A±t 

= 1 1 l )-Cffi$Jlt-C, N - ( a-/*-**-*?* 

n ) - 2 - ( 2-t' , j^A«)^Tyy^^- 

4 - C K 1.50 g * Qft. £Oft£ft> 800 

tng^ftKx^ywfrC^^L. 2 & 52 ft <ffc 7K « - S> * 
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fit * E ift L "C . H-iS-ft^T*?****) 
- 2 - ( 2 — t" 'J 4? A' ) f 7 / D X - 4 — D 
* K * &B*& 830 JUjA 651C 

7C (It (C„H R N I Q I S I CI Ht) 

CW 8W 
H 1£ 4 4.3 7 6.3 0 1 1.9 4 1 8.2 2 
& Jft €1 4 4.5 9 6.0 9 1 1.7 9 1 8.3 8 



CrV coaH 



1) 



DOC, HOST 
2) HCI 

Odd 



2 - ( l-^!^*)f7/My-4-** 
»K X gt 630n«. 3, 4. 5 - h M / Y * X 7 - »J X 520 

mg , «; y ^ p ^ * a* * ^ I K 650 n« & 

I - t Yu+it~<zr*/Y U T / — A- 430 N.N- 



15B0¥2-179 (60) 

* © m %r F *.U te- Ffcfcaa****-'-** 

* * , * , ftft*a*-eM*ft»L, *s * §8 ® 

•*;/*'x.>Aj:-Cfc&. «ETftflLfc, »S«5 

; ft » x ^ a- ) T? fflf »L^C, M-( 3,4,5-M 
> h*X7*s*,)-2 - ( 3-^'^)f7 
✓ 'J -X X - 4 - * A- iK + * * Y 370 mg * ft *2 o w 

*~ ^Oyjgffi 2»i*i!ijt*:o & C fc 0 # * F 
ftS**"^*^. 6»LtN - ( 3.4.5 
h*"x7*-*A->-2-( 3 - * ¥ X A- ) 
f7/!i»y-4-**#*f i K • 2 200 
«*A 130- 132*0 
ft jR##f 4ft (C u H, a N a O*8Cl t tUt) 

C <fl H m N« S.{E| 
mfam 4 8.2 2 5.1 7 9.3 7 7.1 5 
X&tiL 4 8.2 3 5.3 5 9.0 2 7.1 2 



18 



CONK 



2HC1 



2 - < 3-tf^M)t 7/'p;y-4-M 
*f x « i r = 9 x t e> . ^ttW i7 o^&w:^^. 
m-7x*a«-2-( 3-eu'xA)^ryy x 

x-4-rtA-iK*** K • 2 » *S * *# 0 
Aft A 145-148*0 
NMR <DMS0-de) 

3 : 3.4-4.2 t 2H), 4.9 6 (1H. t ). 6.3 1, 6.3 5 

(<&-£"ClH). 7.0-7.4 (3H). 7.6-7.8C2H). 
8.10C1H. <Jd), 8.9-9.0 (2H). 9.3 ( 1 H ) 



attfl i9 



COOH 



1) KtN-CH.-Q 
DCC, HOBT 



2) HCI 



3—i _ 



2 HCI 



- ( 3-te"Vs>A-)*-7/Uxx-4-#A' 



iKxBJfctf-<x$;<fvT«xi:j&*fe. ^to0U7O2r 

j*rc«£V.-N--<x.X^-2 - ( 3-tf'J^A*)^ 
7/'/'XX-4-*A«»K + 1>-$ K • 2 Jg K ift # 
fco MA 126-130*0 
NMR (DMSO-O 
. 3 : 3.2-3.7 ( 2H ). 4.3-4.6 ( 3H ). 6.0 8. 6.1 4 
(#4*-ClH) ( 7.3<5H), 8.06(1H. dd), 
8.7-9,0 <2H). 9.1-9.2 ( 1H) 

nnw 20 

^y^N^CONH-CHr^^-CK, • 2HCI 
2 - ( 3-e'9-XA')^TX* , i^X-4-*A* 

# y&t p - y^-v-<x^A,7 5 x * * & * js fli 

17 <*> tfifcrcft ^. N-(p->*-A*-<X^yu)- 
2 - ( 3-kfi;^A-)f k TX'U^X-4-*A«iK 

* * * K • 2JfiK«*#/.lo IB A 130- 136^ 
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JtB8¥ 2- 17<J<51) 



ft 5R0**T <1 ( C^N.OSCI, b. L X ) 

C H W N W SW 

ttttflt 5 2.8 5 5.4 8 1 0.8 8 8.3 0 

^5&{E 5 2.6 4 5.S6 10.8 1 8.3 8 

21 

^^V^C(WH-(CH l X-0 ' 2KCl 
2 ~ ( S-*¥*>*)* , Ty , V**'-4-*A» 

0?17(O£ifc*'Ct£^; 

- 2 - ( 3-^D^A')fT/Hy-4-** 
i K« 2«Rilk1lft« KA 100-1 04 1 
t£ *£*T it (CuIfaKOSCl, • 0.2H.O tit) 

CM'.RM N 8 9) CI ft 

ttMflt 5 4.3 6 6.1 S 10.0 1 7.6 4 16.8 4 
54.44 6.1 6 1 0.08 7.68 1 6.59 



£ n 22 



9] 17 0#RKM\\, N-*<J'^A'~N->* , a*- 
2-( 3-tf»J*>A*)*7/V*>>'-4-*A'iK 

k • 2ttRtt&**fco MA 105-tiot; 

7C *0**T <i (C^HbsK^OSCI, • H«0 t L t ) 

CW HQS) SW Cl {ft 

H&ftfll 5 0.5 0 5.7 3 10.3 9 7.9 3 1 7.5 4 

5 0.6 3 5.6 0 1 0.4 3 7.9 8 1 7.2 6 



£ ft til 23 



1) K^-CHi -Q-O-CCH.X -^3 

2) HCI 



M -2HCI 



2 - ( 3-ej'M)f7/Mi'-4-** 



^ R t ? - < <-7i=Ari' + '/)'<y';* 

Ti/k^b, *fceU7<D#fcfCft^, N-[p- 

tr »j # *> ) ? r ✓ v s> x - 4 - * a- * * $ k • 

2 ttR.lt fc.ftfco .MA 133- 135TC' 

7t *#*T fit CCwHuNjOtSCI, - 0.2H,0 Ht) 
C ft H ft N ft S9) Cl ft 
a m fi 5 9.5 8 6.0 4 8.0 2 6.1 2 1 3.5 3 
H&fift 5 9.5 8 6.0 2 7.9 6 6.2 3 13.5 8 

9 *fe#J 24 

CQNH-CHf^y O- (CH,)b CH 3 • 2HCi 
2 - < a-tfK^^)^T/9^y-4-*Ar 

h , 17 <OJ5&K$t^. N - ( p-^7*^A, 

**'/Sy'^)-2 - ( 3 - \£ 'J * a> ) f- T / 
«) ;> v - 4 - if * iK * * i K • 2 tt R til & 4# £: „ 
fifc/S 155 - 160T: 



7C £0* Witt <C„H M N,0*S<M t - 0.3H.O Ht) 
CW K«E| N ft Clft 
mte®. 56.1 6 6.68 8.S 4 6.5 2 1 4.4 1 
£1 ft 5 6.1 1 6.8 4 8.4 7 6.5 3 1 4.5 0 

SI ffl 25 

2 - < 8-efl^)f7/9';y-4-^ 

T * >- t 17 OlfrfclCflE^. N-[m- 

( 4 - 7 * *' A* y t + ) *< V i> A< ] - 2 - < 3 - 

t"u^A*)^-Ty , ;^^-4-*A'^*^s k * 

2ttRtt*»fc 0 MA 88-93«C 

7C Wft (C»H,,N,O l SCl f • 0.5H t O Ut ) 

C 04 H ft KW S6^ CI ft 
Mtftft 5 8.9 7 6.0 9 7.9 4 6.0 6 1 3.3 9 
$£f*flg 5 8.9 6 6.0 7 7.9 6 6.1 1 1 3.3 6 




X»0l 26 



OMH-CI 



HT\3 -2HCI 



2 - ( 3-^H*)^T/Ny-<-** 

*'yRi m .r^^^^^^x^^T 5 xH 1 

* , HIS A 17 N - < m - 7 * a, 

y^v-4-*^**** K • 2 m f& *r.» /c . 
fll/& 13S-1401C 

55 * ^ *f iH ( C^HrtNsO^S C l| t L *C ) 

CW KW NW 8 W 
9ft ft 56.76 6.64 8.6 4 6.5 9 
«»I 5 6.6 8 6.6 5 8.6 9 6.6 2 



SSffifc] 27 



S — i N — N 



2HC1 



2-< 3-l?U^^)*r/»^^-4-*A* 
iKyjjSi:2-7i/'-5-[ ( 4-7*«a*t'*- 



2-179 (52) 

A* ) *" * ] - 1. 3. 4.-^7^7/-^^^, 

HiS#li7«>;&fcfrc&\,% n-[s-[(4-7x 

- A> y a* ) * 3 " 1. 3. 4-f7'/7J/-* 

- 2 - ^ 3 ' 2 - ( J-l?M^)f 7/f S> 

99- 1051C 

C ft H ft H ft 8 # 
£ ft tit 4 7.5 4 4.7 5 1 3.2 0 1 8.1 3 
H9I 4 7.58 4.84 1 3.09 1 8.2 8 

28 

2-( 3-*y'jA,)^-Ty' , ;^^-4-*^ 

* ^ ft t 3 -/^a^^^o a> T $ 

AWnOJfft^ffiV', N - ( 3 - > f ^-ro 

a, ) _ 2 - ( 3 - * / "J A* ) T / V *> X - 4 
+ K • 2 J3 o MA 122- 

126TC 



7C 3R#tf fil (C.rHtiNjOStCU • 0.5H,O Ut) 

&8ftfll 4 7.5 5 5.6 3 9.7 8 1 4.9 3 1 6.5 ] 
&3*M 4 7.5 7 5.7 2 9.7 5 1 5.0 2 1 6.4 7 

ftffiftl 29 

Q^^^C0NH-CCH,),-(3 2HC1 

2 - ( 3 - * ^ »/u)f7/9 ^-4-*^*;/ 
ft&4-7««A>;r*'A'7*:'l:*»&, £ *8 ffl 1 7 
O^ffifCtfcV*. N-{ 4-7*-^7'f^)-2- 

CK-2ttftfK*4t«:.MA 116- 122 X. 

C 0) K (ft K tW S PJJ 
3 £ fiE 5 9.4 6 5.8 6 9.0 5 6.9 0 
HJ&ftifc 5 9.1 3 5.8 4 8.9 9 7.1 4 



x at m 30 



g^COOH + 



DCC 
HOBT 



HCl 



2 - ( .3 — if a* ) ^ 7 / V it is —• A — jj a? 

tR*IC»ILtl-[2-( 3 - * 9 * ) * 
7 /ij o> V - 4 -'{A'rtA'itf^A'] *o • 

2 ts m&*ftteo ma i36ic 

NMR (DMSO-d.) 

3 : 1.6 0— 2.1 3< 4H, m), 3.0 6 — 3.9 0(611, m ), 

4.5 5-4.7 1 ( 1H. m ), 6.0 9. 6,26 t 1H, 

fcs). B.06(1H. dd ). 8.7 2-9.2 0 < 3H, m) 



3i 



DCC 
HDBT 



KC1 



Olfl) • 2HCI 
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2 - ( 3 - V # * ) !t 7 V ¥ *> v - 4 - * * 
4: Httfc'ftB It V-[2-Cl-eH^)t 

2 aaa*«fe. a* i43*c 

NMR (DMSO-d 4 ) 
9 : 2.9 7-3.7 8 < 10 H. m ). 4.6 2- 4.7 8 ( 1 H, m ), 
6.00. 6.23 (^*t 1H, ). 8.0 5 ( 1 H, dd ) 
8.7 1-9.1 0(3H, in) 



nmw 32 



DCC 
HOBT 



3HCI 

2 - ( 3 - * g ^ ) ^ T / ¥ V f - 4 - a » 

[ Z-( 3-0'^)f7/J';y-4-^ 
# ^ ,K ^ a> ] . 3 ffl B £ * A: 0 



W OB ¥2-179 (53) 

169«C 
NMR (DMSO-dU) 
J : 3.0 4—4.2 0 ( 1 0 H, m), 4.64-4.84 ( 1& m ). 
6.0 0. 6.2J(^^t lH,fti), 7.0 4-7.6 4 (6H, 
m). 7.99-8.1 4< 1 H, m ). 8.7 0-9.1 6 < 3 H. m) 

33 



COOK + HlT^ 



DCC 
HDBT 



RC1 



2HC1 



2 - ( s-tfy^MO^T/UfiPy-t-** 
tpg«njcasL-c. i-[2-(3-^y^vw) 

2 tttK*4r»fco BA 172TC 

7C JRfrtffc (CmH^N^OSCI, * 0.3H.O Ht) 

c OT HOT NOT SOT CI ot 
S&fa 4 7.2 7 6.1 2 1 1.8 1 9.0 1 1 9.9 3 
4 7.3 6 6.0 3 1 1.7 5 9.0 1 1 9.7 1 



^JfcflJ 34 



Q^fi^COOH + H,N-{h) 



DCC 
HDBT 



RCI 



^^N^CONH-(h) • 2HCI 



nnw 35 



QT^N^COOK + H^N-CH.CIdCH 

Q^^CONH-CH ) CH.CH<^. 



HC1 



2HCI 



2 - c 3-tr«;^A')^Ty F »;^>'-4-^/w 

- 2 - < 3-tf9^^)t7/'J 
* * * i K ■ 2 fcftfco MA 139 1 

NMR (DMSO-d a ) 
3 : 0.90-1.9 5 ( 1.1 H, m), 3.0 6-3.6 9 ( 3 H. m ). 
4.39 (IH, dd ), 6.0 7. 6.1 4 {*4iX 1 H t <fre ), 
8.0 3 (1H, dd ). 8.4 6-9.1 3 { 3 H. m) 



2 - < 3 - tf y a> ) 7 / U * J' - 4 - * >f 

^8MyTU7iytjii»«itut l % 

»0)l7£ft»rc&^L-C N — ( 3 -> » ) 

- 2 - ( 3-*VO*')?'T3''9«>:'-4-** 

7C 8#*f (II (CmHmKjOSCI, • 0.3H.O Ht ) 

COT HOT NOT SOT 

S 4 7. 1 4 6.3 9 I 1.7 8 8.9 9 

ft&ft 4 7.2 4 6.5 9 9.10 
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ttBB¥2-179 (54) 



^ffitfl 37 



DCC 
HOBT 



HCI 



•2HCI 

2 - ( 3-tMJ C> * > ^T^g S> y - 4 ~ * ^ 

-c, ^»«i7(kra»Kaaut: 4 - -< * - 

1 - C 2-C 3-^«)i^A')^T^y ^y-4- 
^^^a^] tf *< V i> J/ - 2 Jfl B « fr » « 
Rft£ 135* 
MMR CDMSO-d, ) 

A ; 0.7 6— 2.0 6 ( 5 H, m), 2.3 5— 4.5 4 ( 8H, m ), 
4.6 8— 5.0 6 (1H, tn), 8.0 8, 6.2 8 1 H, 

7.0 6— 7.28 (5H, m), 8.07 ( 1 H. 
dd), 8.7 1-9.3 0 (3H, w) 



HN 



pec 

COOH HOBT 



HCI 



Q^lcoO-(cM,) a -Q 



■ 3HC1 

2-( 3-tT';^>u)^r/ , ;^>'-4-*^ 

- ( 3 — * tf * ) f7/'J'^"4-U^ 

MA i44'r 

HMR (DMSO-dg } 

a: 1.8 5—4.86 ( 17H, m ), 5.97, 6.1 8 {&i£X 1H, 
7.10-7.48 (5 H, m), 8.0 6 C 1 H, dd), 
8.6 5-9.1 2 < 3 H, in ) 



38 



QT^COOH +H,N-(3"0-CCH l );-(3 



DCC 
HOBT 



HCI 



^y^X»NH-Q-o- Cch,),-£} 

N -2 HCI 

2-C 3-tf9i>^)^T/Ui>x-4-*A, 
*K 2/ 6* P - ( 4 — 7 » » * * + V ) T * V 5/ 

fcW»«c»tt-c. 17 iPi»fciaatt 

3-tfU * ) * T :/ *J :/ - 4 - » y», 

MA urts 

% * ft ft m (C M KttN»OtSCt f t LX ) 

C M KM N M S M 
aSftfflL 5 9.2 6 5.7 7 8.3 0 6.3 3 

*J&4& 5 9.6 5 5.7 6 8.4 0 6.39 



c^ 1 



COOH + H, N- (CHf ) (l CHj ' 



DCC 



HOBT 



CONH-CCH,),^^ 

2-< 3-tf»^^)*-r^v^y— 4-** 

^49008, ;^-9"/^7«y 680 l«,f l<5t K 

* # iK sM * KS00««tf h?ttKB7?y 3- 

12 asMtftft tfc. ft a * *■ * 30 n4-eg:i5«'&& 

* # JR L . * ® F * L *: . Ffc&£*D&K7Jc 

7-f-(»Btt:ftB*f*')tM&«L. ft B * 
- e 'y ) t 7 / 'J y - 4 - ^ ?k * ir 5 K 
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& 108—1 10 Xi 

7C ftfrm "fifc (C M H 4i N 4 OS* 1/5 H,0 t ) 

cm k m n m s w 

S8fr<I 7 0.3 0 1 0.2 0 8.7 8 6.7 0 

7 0.3 7 1 0.3 4 8.8 3 6.8 0 

^Jfcfl) 40. 



COOH + ^N-CCHO.CH,- 



DC C 
HQBT 



2 — ( 3 — tf'J & & ) f 7 / "J i> i/ — 4 _ /; ^ 
39ira«lrcaSLT: N-f*/t,_ 2 ~< 3 - 
ft Ale 

8 a r 

*e a # «f (a ( c 



41. 



ft IB ¥2-179 (55) 

c M H (*) M w s w 
6 5.4 8 8.6 8 12.0 6 9.2 0 
6 5.X 6 8.8 0 1 1.9 1 9.0 4 



DC C 



COOCCCH,), 



HOBT 



q9« 



:ONH-(CH,>»-^}-OH 
COOC(CH»). 

N — tart - 7 b +*sflA>it€a/u — 2-C 3 — 
g .^/u ) 7 1/ '/ i/ - 4 — *J^»KxBRi>5 5 

y % assise** £ l-c, *«s$9 39 t rotarc&s t 

T, M-[ 2 - ( p - t Kb *'/7 x*A) if 
^3-3 - tert — r * *t ¥ 1s & s. A* — 2 — ( 3 — 

»A 76 1: 

NMR (CDCl a ) 

1.34C9H. 2.72C2H, t >, 3.22<lH,dd), 

3.43— 3.70 (3H, m), 4.80(lH,dd), 3.9 9 



UH, a). 6.7 0—7.0 3 C 4 H, m), 7.19-7.3 2 
<1H, m) 4 7.7 5— 7.84 ( 1 H. m ), 8.5 1 (1H, 
dd ), 8.6 3 ( 1 Hi d ) 



nmn 42 



o9> 



HC1 



n COOH + HtN-O-CHt-^3 



tUrtt HOBT 

Ql-CH, 
THP 



*0-CH, 



• 2HC1 

*S £ 3 8 0 n« , l-K Kp*v<y/h D7/- 
^ 4 80 mg f k-/^**^* "Jy 240fl!, f 1> 7 

* K * 7 ? J' 15n*0®<fr1&K:*tt7\ S> f * 

* V a, # ^ >K i> 4 * K 4 90 B«t f h ? fc K * 7 7 

Btni^fflftfiilfc, ft SS * 3 0 mi-CKf5& 



LTftfcHfcjaatfci' »j * y * * ? ± * p-t h 
?7 ^ - : ft® ) rctmsLt 

N « / ^ ^ * '/ - 2 - ( 3-^9 ^ ) f7 

* * * s ta * l.s jnim a. tc o * c a: ea » t f ^ u, 
at/ft lisle 

NMR (DMSO-d«) 

9 : 3.02-l52(2H, m), 4.0 7-4.2 0 ( 1 K, m )„ 

4.90C2H, a), 6.00, 6.0 8 i&ltX IK, a )» 

7.28— 7.53 (5H, m), 8.07(1H, dd ), 8.64 — 
9.26 (3H, m) 
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/3 



DC C 
HOBT 



C F,COOH ^ - HCl- 



COOCCCH,), 



• 2HC1 

N - tert — y Y + V * ^ tK a ^ - 2 - ( 3 - * 
'/ i> A* ) T ✓ »J ft> * — 4. - ^ A^yglBlO^, 
4 - > f V 4? y 260 WB» 1— teK».#f*< 

4 « K 540a*fc?'t' 7 * K » 7 f ^ 5 BiOUflR 

j»Ti, **t i aa-ei2«?K« 

ftt/:. ftRx?'A-30mZt'Rf5!ft'frtofctf*?L, 
A* - I - [ 3 - ttrt - 7 r + V*A>iK^A*-2- 

\> -< y ^tllfc, a b tt fc <i: ^ «b k h 'J 



If M¥ 2-179 (56) 

55 L ♦ 4 - > *• /" - 1 - C 2 - C 3 - * »J > 

t / y i/v-4 - ^MiK*^ ] ^ K, J ^ ^ 

4 - > * A* - 1 - [ 2 - ( 3-ei)'M)t7/ 
V ■>> X - 4 - ^^iK*^] ~* ij O V • 2 & 

MA i30«c 

7C « (CuHhN.OSCI, ) 

C M H (*> N S W 

9 tt II 4 9.4 5 6.3 9 1 1.5 3 8.8 0 

fSftfcfit 4 9.5 9 6.6 0 1 1.4 7 8.6 3 



*J»*I 44 

c 

COOCCCHi), 



HAM 45. 



M ^CH, peg CF,COOH HC1 
!OOH+K.NCH,CHtN< CH> 1 > 



QT^CONH-CH f CH.N<^; 



3HC1 

K - t*rt - 7 * + *stt/ui**iA> — 2— { 3-^ 

y a* ) ^ t / u ';y-4-^**y§in ( N- 

« 4 3 Lt, N-C2-(N',N'-';/ 

^ a> 7 S ✓ ) x ^ A- ] - 2 - ( 3-ei|^)f 
ryij^X-^-**"**?* K • 3 & K « * ft 

MA 160* 
NMK <DMSO-4. ) 
fl 1 2.6 3-3.8 0 ( 1 2H, m ), 4.2 6-4.5 0 ( 1 K, m ), 

6.01, 6.08 C^rt lH f fca ), 8,06(1H,. dd), 

8.7 0-9.1 8(3H, m) 



COOC(CH»), 



DC C 

HOBT CF,C0QH^ HCl 



2HC1 

N - tert - 7t«*V*A* 7 K.*A'-2 - ( 3 - t* 
V * A< ) f 7 / 'J v> :/ - 4 - ^A-^y^tN — / 

^iSW43tK«VC«iaiU-C. N'-/f^-N'- 

4 - a a* * t k ? k • 2 « & £ * ft fc • 

J&A 14S1C 
NMR (DMSO-d*) 
4 : 3.04— 3.72 ( 5H, in), 4,2 8—4.5 0 ( 1 H, m) r 
6.03, 6.12(^ttH,<&i >, 6.70-7.32 
C5H, rn), 8.0 7 ( I H, dd) ( 8.6 9— 9.1 7 ( 3 H, m 
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mam 46. 

COOCCCK»), 

2HCI 

N - tert — T^h - ( 3 - * 

L^t. 4-7x^^-l-[ 2 - ( 3 
-eiJ';^)f7/<) ^ x - 4 — -f * JU # a A* ] 

y ^ • 2 
sua list 

NMR ( DMSO-d, > 
3: 1.3 2— 2.0 8 (4H, ro), 2.5 8— 3.8 2 ( 6 H, m ). 
3.9 6— 5.0 0 (2H, ra ), 6.0 4, 6.2 8 (-fr^X 1 H, 
7.08-7.44 (5H, m). 8.0 6 ( I H, dd >, 
8.6 8-9.1 6 (3H, m ) 



13 B3 ¥2-173 (57) 

47. 

/S^ DCC 

C^n-^cook + hn3-ch, H£L, 

COOC(CH,), 

COjQl-CH» 
3HCI 

N - tert — ^ ^ '/ #> * * ^ - 2 — ( 3 — 
'j A* ) t7 / |l 4>*'-4-*A»iK2'K£ 1 - J* 
f A^^^^^y tm5B««4 Ut, 4 3 t 

««K*a 1 - / * a> - 4 - C 2-< 3 - * 
* 0 * } 1 & y - 4 - H * # * * 1 * 

3 ma«4»fco 

NMR (DMSO-d. ) 
9 : 2.62-S.00(14H, m), 6.0 3, 6.2 2 ( 1 H, 
ft a ), 8.0 9 ( 1H, dd ), 8.7 0—9.2 0 ( 3 H, m ) 




4 8. 



49. 



DCC 



cooh + *Q-ch<Q ^> CF ' C00H > «£U 

COOC(CH,J» 



3HCI 

N — tert - rh*{/^^>Ki/u— 2 — ( 3 — fcf 

U V * ) fj/tj ^y - 4 - 1 5 

y^tf^^^tWSSlK^Ht, * IS ffl 4 3 

il^ilCiai It, 1 ty.^- 4 -[ 2 -( 3 

-try ^yu)^T-/';^x-4--f^*^#s/u] 

1651C 
NMR (DMSO-d. ) 
a : 2.7 6— 4.8 0 ( 1 3H, m ), S.9 3; 6.15 ( ^^-C 
1H, «fri ). 7.36— 7.80 ( 5H, m), 8.0 3 ( 1 H, 
dd), 8.6 2-9.10 (3H. m) 



COOCCCH,), 



DCC Cr,COOH HCI 
HOBT V * ! 



N - tirt — 7 p h*'/»A-iK = >- 2- ( 3 - fc" 
•) '^^) f 7V V ';y-4 - ^^iKyKt, 1 - 
( 4-7***7?*) * 5 'S y * & &&& t 
L-C, *«^43 iflHltjaaiTl-(4-7 
**A'7'*-A*)-4-C 2 - ( 3 - * V v> A.) 
7/9«;y-4-^*/'iK-A'] fc' ? i> j/ . 
3*Sfi£*»fc. 

18* A i 57 r 

NMR (DMSO-d. ) 
* : 1.3 3-1.8 5 (4H, m). 2.3 0-2.7 6 ( 8 H, m), 

2.8 6-3.7 8 ( 6H, o>), 3.9 9-4.3 0 ( 1 H. tn), 

5.9 6, 6.17 ( **-t IK, >, 7.12-7.4 4 
(6H, m>, 8.1 2 (1H, dd), 8.7 2-9.17(2H,ni) 
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* ft til so. 

/8> 



COOK + H«N-NH 



PC c 
HOBT 



CP a COOH 



COOC(CH,) a 



ONHNH ' 



U - Urt - ^h*y^^ = ^- 2- ( 
V ^ T / 'J i> v - 4 - *^^y»68O0|g, 

K * i> 5/ 240 n*. 1 - t K a ♦ -< y 

K 460 u«t f h 9 K a 7 ? y 5ai*0»WfcffiT 

« ft K * ^ 30 ^-eREiR^^t*^ L. *F 
Lfc, (Fifcfcf&*a£K7jc**-r 'J * ^ 

■J ^ ^ ) 7 / U # * - 4 - **#k K 9 



2-179 (58) 

* ffi » ^ r y * a j: & » l . jSffianitw 

a - 2 <- ( 3-0)'^)f7/'J'^"4- 
»A 155* 

NMR (CDC!, + OMSO-d t ) 
« ! 3.2 2—3.5 6 ( 2 H, m), 4.2 2^4.3 6 ( 1 H, m), 

5.60, 5.72 C^tlH,*i), 6.72~7.44{6H, 
m), 7.81-7.95 (1H, m), 8.5 6 < 1 H> dd ), 
8.7 9 (1H, d) 

nnn si. 



(^N^CO r «-CCH,) 1 -Q-OH + Br-CCrt^-Q 



I 

COOCCCH,), 



K f CO t 



2HC1 



N-[ 2 - ( p — £K«+*'7**AO X ] 

- 3 - Urt — y^'/^^-^-Z-( 
»^*J*-T/5^y-4-**iK**< K 5 4 0 

»«, JKSfc * 'J * a 180 flg, N, N-*>> *-**;uaT 

* 7 * v 2 8 0 N,N-';>f**/uA7i K05 

nimm*nnx.tz. so t: -e 3 a wan* u, «*• 
fttedc20ffli*aa*. ^atttBRxf/w-citH 

tet'/^^^*^^tf^h^?7^-(Slti 

y : 3 ) L-t, 

N - [ !-[>-( 4-7**A'rr*^)7* 

- A* ] x 3 — Urt — 7'h+'/A^iKcA' 

- 2 - ( 3-^<)i>*)f7/M^-4-A^ 

* * 1T S KzWfc • ft fellfMb^ttllC h 9 7A* 

& *p & k t* jr * r 9 *A7jciSft, *p * n * -0 m 

ft ifc L , *S * fflt & * r y * a t- & L *: . # E 



N - [ 2-C P - ( 4-7*^A'7'r*$'')7* 

5>x-4-*>*'#**$ TWfc o t O <fc * & £ 
ft©*^^|c©»U, 2 « .£ jtt4t * ft. - ^ * *. # 
V jg ft fc 1 mi Da A. fc • SfcDfcfflttfciFSlL, ft l& 
xr^-CTfcV*. «ttUK-[ 2 - C p-C 4 - 
7r-A^t"+'/) 7x^^]if^]-2 - ( 3 

-t*ij^^)^ry r y ^>'-4-7)vi/^^^$ k 

• 2 liK^tfte . 
10 2X 

7C * # #T ffl ( C« K„ N, O, SCl^Lt ) 

C W H W N W S W 

6 0.6 7 6.2 2 7.8 6 6.0 0 

^i^tt 60.5 1 6.1 5 7.94 5.9 7 



-1436- 



*«S01 52, 



COOC(CH a ), 



CfiCQOH. HCl 
1 



2HC1 



- 3 - tert - 7* h *'SfiA,rK-*,-2 - ( 3 - 

y * *> ) * r / y f^-i'-*^***-* K <t 

L-C, Sfijfll 5 l (SJttlC UT t N-C2- 
C p-(3-7i**rBi«*'/) 7 x — A* 3 x a, ] 

- 2 - ( 3-^9^^)f7/i) ^ y - 4 „^ A 
* + * * K • 2 fcB*tt*fcS:. 

7C*^W<i4 (C M H„N a O.SCl f • 0.3H,OiLt) 

C W H W N p6) S (*) CI 0t) 
SJftffl 5 9.3 8 6.0 6 7.9 9 6.10 1 3.4 8 
*&fit 59.37 6.05 8.0 1 6.09 1 3.31 



ft ED ¥2-179 (59) 

"-(^H^C^ + BrCH.CH.-Q ~ » 

COOC(CH,)j 

Qr4^C^.(CK,).<>0-CH,CH^ 
2HCI 

M-C 2 — ( p-t KB*'/ 7t iyu) x a ] 

- 3 — i • r I yi> + y^^(KjiA»-2 - ( 3 - fcf 

XftflSl tlSjfiUlCjaiL'C, N-t 2-[ p- 
( 2-7 \ * V ) 7 x - A ] 

( 3 - if V ? " ) 7 / »j 4>v-4-*Arf*ii- 
« K • 2 «Sttt 

NMR (OMSO-d, ) 
« : 2.5 8-3.6 4 < BH, m), 4.1 1-4.4 0 ( 3 H f m), 
6.0 3(1K P «), 8.8 3-7.3 5 (5H, m ), 8.0 2 
<lH f dd), 8.6 6-8.85 (IH/m), 8.8 8-9.0 1 
UH, m), 9.0 7 ( 1 H, dd ) 
MS : m/ft 43 3 (M*~2 X HCl ) 



54 

Q^g-^COOH + H,N-CK t -^yO-CH,CH2CH<^ 

1! Ha'" 0 " - C7 < ff l C0NH-C ft O^C„ t C„<^ 
•2KCI 

P-(3->fA'7 , ^4/) *< & A* 7 % y 
1.1 3 8 . 2-(S<-eyO*)?-7y*9f?y_4 
ft 1.29 g , ^V^B-s^5/yw#A»iK5> 
-f * K 1.25 * , & 1 - t K b + K y / h ij 7 
✓ - A 0.82 g O N,N - i> > * a rfi <v A 7 i K 

Tic, -c-«ifcift*L, ^Tk^itt^^*^ 

* a i t* £ » L , «ETil3Lfc fl £ H fc 8 it 



f7/')^y-4-*MK + f J K 2. 2 0 g *f 
„ tO-ffc#^(Oftiax^A-60©/i| 5 liPttK4«l 

ufcS^ifF^L, ^ a -eft*.*, &a£Tfc 

*0-2-(3-eiJi?A.)*7y a »/*>x-4- 

******* k • 2 mmm 2.30 « * 

j& 120 - 128 *C 

TtXftVim ( CaHaBN.OtSCl,- 0.4 H,0 Ht) 

C (%) H (%) N (%) S (%) Cl(*0 
Mte fit 54.17 6.45 9.02 6.89 15.23 
^SJitt 54.23 6.37 8.96 7.00 15.16 



55 — 80 
51 09 54 t 
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ft 88 ¥2-179 (63) 
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V. N h Y 
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5 * « 

iff 1 ¥ 

rli 

a' I ■ I « 
8 * N • 

- - - Vn 



4 

Si o :u 



£##J 81. 



COOH + AN N-<CH,)»CHa 
8 



2 - ( l-lfM/i'lfT/lOy-*-** 
>K V B 0.34g, 1 0.37*, J - 

KBt^^^/f 9 T y - A- 0.33*, N#N - & / T 
A, # A T $ K 10 <D ® It, 3fc Jfr T , #V 9 * 
^ * V * U A* i> 4 $ K 0.34g 4f 2)0 *. , £ ffl -e - 

**;u5 *»4fe*F&LfcdFttrt2« 

- 4 - [ 2 ~ ( fT/M^- 
4-^A^*^^^^] c^^5^v« 3 & fi « 0.63g 



H(tf W(« S(0 ci« 
SI* ft S0.S9 7.9 4 10.26 5.87 19.48 
SJIftttt .50.50 7.81 10.22 6.07 19.47 
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o 
iS 



fc 8 Si 
2 ~ ^ 



a* oo <m 

to to 



CK 



CM V 

TJ- t ft 

~ « 

* ~ • 

H h is 

* «J> 

H ^ JJ 

M v ll 
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— — ■ft 
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u 
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O 
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_ 55 Jg 

W o> o> 



m cm 



tO i-» 
J N P» 

to to 



e 

89 



31 



ft 

IK 



i i 




% tt M 86 

y 



1 - ( 3-7x-*roe^)-4-[ 2 - C 
A']e-C9^x40fl«- t & f x* a / ? y 5 <0 8? 

te , ¥ BE - m 7k ft B ( 5 : 3 vA ) <os«o.s^ 

^20o^ to jt , 5 % & H** * h V*' a * » « 

U -C'ifl #aj-[s-*A'* a-- 2 - ( 
3 - f V ^ ) ^ 7 / 'J ^ y - 4 - ^ ^> ^ ,k b 

30 eg * 

NMR ( CDCl, ) 
' : 1.6-2.0(28, m), 2.2 2.8 ( 8 H , m ) , 3.0- 
3.4 (2H. m), 3.6-3.9 (4 H, m), S.0-5.7(1H, 
m). 6.14» 6.4 (-d-^-ClH, 7.0-7.5(5H, 



MS 



m). 7.6 — 7.9 { 1 H » m ) , 8.24(IH, »), 6.4- 
: m/. 424 ( M* ) 



nnm 87. 



DCC 



HOBT 



C0OC(CH»), 



Q^CXoM3-(CH t ),-0 



C00C(CH,), 

3 - terl » / h + * A' tK - - 2 - ( 3 - 
^ 9 ^ ) t 7 / 9 x - 4 - * >HK / SI 650 flg 

& 1 - ( 3-7*»/u^o tr a> ) ^ 

400 'm *m»&»fcLX*»W54tra#rc»EL 

»• 9 * < - (llilft.: ft K x ^ a- ) ffl U L "C , 

fft ** <0 1 - [ 3 - ( tert - y ^'/M***) 
- 2 - ( 3-*«Js*A').*-T5/ , ¥i>>'-4-4A' 
* ] - 4 - ( 3-7*-A'7'Dt , A') fc" 

*< ? i> V 560 m 4: II fco 



K M R ( CDCl, ) 

* : L40C9H. 1.6-2.1 (2H. m>, 2.2-2.8 

(8H,n), 3.0- 3.4 <2H, m>, 3.4-4.0 (6H, 
m), 5.08C 1H, br t). '6.16(1H, br ■>. 
7.0-7.5 ( 5 H. m). 8.4 -8.8 (4 H, m) 

MS : %/m 496 ( M* ) 

% tt « 88 - 89 
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1) OCC, HOBT 

2) HOOC-CH ^ 

CHO0OH 

CHCOOH 



lQf-<CHiXCH. -HOOCCH 



2-< S-*tfi>*)*-T:/«i>3'-4-*/i' 
iK ^ » 0.84g, i -a-**-^*^?^;/ 0.79g, 1 
- t rat^-<y/J y r '/ - *> 0,54g» N.N - i> 
* + *> AT t K 20 a/ © ft ffi , ft Jfr T , v> 

^o-N^y^M^^-f * k o^2g * iia , a a 

tKp ftfa^«7lc-eiB»C«»L, *R * a » 
25o««C®»L. 7 ^ ^» 0.32g * to iL «>o 2BMJI 



y ^ /u > -f r / V & v - 4 - <i * * ^ a- ] 
* *< 9 i> z» • 7 ** 0.72g 19 tz « 

135 t 

7C ft ^ #f fit ( C„H«N«O.S tit) 

C(5d N(5S 5(93 

9 Steffi 59.27 7.56 11.06 6.33 
H^ffi . 59.01 7.66 10.95 6.27 
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132 



Or 1 ?' 



1) Ha/PiOx 



KjO-EtOH 



0jQi-(CH t lb 

■ 3HQ 



2 - kfp 9 y - 5 - ^ ^^iKaa^] ^*<5^y 
S70n«fc;fc20«*-** ✓ - ^ 20B*#fll4>, BHt Q 

Sil^'/My^^A^o^ h 9 7 , _ (Sg) 

rcttLfco ^ */-*-flsB** , A'(i : io) O 
® m l't, l^/f^-4-[ 5-(3 

-^1)';^) e a Ij - 2-<f"**'* = /<'] 

^^?';y 250J«%#fc o 54 fcl ffiU*, £ O 

3 &BJft*f*fc. 

*tt/& 138 - 1 43 TC 

7C * #flr tt ( Ct,Ha,N 4 0C|,. 1.8 H^O fc LX ) 
C(%) K{%) K(%) Cl(%> 
liftil 50.41 8.18 11.20 21.26 
f£ 50.49 7.83 11.09 21.10 
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C0,H 



K0BT 
DCC 

DMP 

,8> 



7- / — i 2 0 n« r 5/ ^ o^*'/A'*A'#i?>( $ 
K 1800S.RC/2 - ( 3 - tf 9 «? * ) * T */ l ) *S * 
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u 9 a -* ^77<-(20g)Kfft,^/-/v- 
ft#x^A.(i : 10)OTl,^t?SaiL*t N - ( 3 
' - 7 , \» > ^ o \£ & ? i y x. > ) - 2 _ ( 3 - 
eri?^)fT/')'^-4-^^^f i K 160 
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OVcoO-(cM-0 



•HCl 



1.3 - ^ * ;> - 5 - ( 3 - * V 'S Arlf-T S *) 'S s 
[3,4-o i; ^x&RJBSOnsO t> >* ^ ^ * 

+ f k i«*4*i&flKfc, sa-c i - ( 3 - 7 * a/^r 
^)-4-[ 2 - ( 3 - y > *• r ■/ y * v - 4 - 
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C00C<CH,) 3 



2) HCl 



■3HCI 



1 - C 2 - ( 1 - Urt -rh+faA-iK-*^- 
*f ^ A* ] - 4 - < 3-7*-^/b^) -< ? 

a- * " fifc K 2m4&to*,'<:Sia^6B*Mat#Lfc: 0 
RGfc^lfrfcl&fO&iazfcS* h U * * zfc 60 

'J*A_b-e|£gLfcO^, ISETfllSlUt l-(3 
- 7 x = 7 r a a< ) - 4 - [ 2 - ( 3 — >£ -< U 
^ — a* ) 1- T *S x ) & > - A -^AsiiJ^Ai^A,] \£ 

« * i> v 280ms fcfco i o<t-frft*r ftffie x ^ 



- [ 2 - ( 3 - e-cH>**) f7/Mx-4 
fil^l 174 - 1 78 *C 

7C * # #T It ( C„H„N 4 0SC1, • 1.5 HfO t Lt ) 
C(%) H(%) S(%) 
mm®. 49.02 7.48 10.39 5.95 
ft^Hi 49.02 7.40 10.29 6.00 

138 



CRO HO^ CHj 

+ HO^ CHs *CO» , KCH 1 -^yO-{CHiVCH 4 



O-CCH^CH, 



-1450- 



(O *< ^ -V * 1 0 nl t fc* l J & * 2. 5 ml j§ M PC p - h 

► g«>A3jc»*t*2S f IS *o * *a 

1 © it IX ft *L s H^K»L, 

« E T « *3 L o HbhfcKi*:^ ') 

bp « * ° -* K/»;4-t f* s u -c w - ( p — > 

r a- * * y a* ) - 2- ( s ) 

^ ^ o 

NMR( CDCU > 

a : 0.90 (3H, br O. 1.2 — 1.5 (SH), 1.6 - 2.0 
(2H), 3.95 (2H, t, J=»7H* ), 4.1-4.B(5H), 
5.89, 5.99 <^-C IK), 6.6-7.2(lH, D,OTr 
fft<fe), 6.8-7.4 (5H), 7.6-7.8 (1H), 8.6- 
8.7 (2H) 

MS : m/z 398 ( M*> 



it ■ ¥2-173 (73) 

HIS 01 139 

SyCHO HO^ Ki 

W + H t N" ™>s COlTV ( CH,), > 

J - ( '2 - 7 i ^ - 3 - e KBt'//o^^- 
A> ) - 4 - ( 3-7*^A^at'/u) <-i 5 *;> 

tej^y - j-7*f b Kk*b,, n ft ffl i3S 
<o 3 £ rc ft ^ , i-(3-7x^^rp^A)- 

4 - [ 2 - ( 3-t*V^A^)^*^y p »;^v-4 

?E ft fl? fl ( C„H„N*0,t L-C ) 

C(%) H(%> N<%) 
iH&ffi 69.45 7.42 14.72 
*J5ft0L 69.16 7.38 14.58 
MS : m/t 380 (M+) 



s -s fK,-CH t 

CONH NH-(CH,),-£} 



CHO 



CH, 

N - < 3-7x^A-;TPt'A'T5v'**'A)- 
2 - ( 3-^U^A^)^T/y^^- i -4-*A'iK 
+ *> i K S 0 « • p - ^7*^6 M7^, *^ 
* ^ 2 — f - ^ (4A) 1 0 0 TO O UiX2n/ft^ 

i2or-e8B*M#^**toJ&Lfc, 

^bt h j T57<-( 2 % * * / -A'-gfc&x?- 
a "0 2 El B K! , Rf 10.15 ) JC#L, 1 - ( 3 - 
7*-^?'B^)-3-[2-(3-n^) 

- ^ >; a* ) 4 s * a v v 4? x 3. a mg % ?* , 

NMR ( CDC1, ) 

& : 1.55-1.93 ( 3H, m), 2.39(3H, a > r 



MS 



2.4 2-2.87 (8 H, m ), 3.09 ( 1 K, dd, J»8Hz, 
12Hz), 3.41(1K, dd, J=4H*. J=*12Hz), 
4.07-4.30 ( 1H, m), 5.16<1H, a ), 5.52(IH, 
a>, 7.03-7.42 ( 10H, m), 7.6 0-7. 8 1 ( 1 H, 
m), 8.44 (1H, dd, J = 2Hz, J = 5Hr), 
6.63 ( 1H, d, J~2Hz ) 
m/z 472 (M + ) 



i4i 



CHjO, 
CHiO 



1 - [ 2 - ( 5,6-'^^V-3-ii9'M) 
*- 7 / U c?y-4-'(^A/nK = ^] - 4 - ( 3 
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a u , fo & k * h y >> z> 9 m& 

^T^ktoiL, m&m*ft&. 7jcisfc«f*& t «e 
t «: » $ * 9 * + * • m $ * * y * 

10*;> I - C 2 - ( 5 

- / t + &'-6-*+3'-5.8 - C> fc h* o - 3 - 

f >J '/ ^ ) f 7 / D '/ / - 4 - ^ * ^ «K = ^ ] 
* 

-4 - C 3 - 7*s^/o^A^) *< ? X 2 1 0 

■* * a * « 

NMR ( DMSO-d,) 

a : 1.56-1.94 (2tt, m), 2.20-2.80 ( 8 H, w), 

2.90-4.40 (10H, m) f 5.28-5.66 ( 1 H, m), 

6.8(J-7.44 (7H, m) 
MS I m/x 442 ( M*) 

114 

CH, 

£^CHCH,CH,0H 47%HBf £j,CHCH,CH,Br 



»B0¥2-17a (74) 

1 - 7" a ^ - 3 - 7 x -A-r^ y 
NMR ( CDCl,) 

1.29 (3H, i t J = 7Hi), 2.11 (2H, q, J = 
7H:), 2.64-3.50 (3H t m), 7.24 (5H, a) 

114 

#491101 tHi»KLt^To<uttfeufc fl 

it /— v T y-y 

dH,OC-^Jf~CH»CB,CH-^) 

* ^ ^ 1 - [ 4 - ( 3 - 7 is^T'f ^} ] 

NMR(C&Cl 3 ) 

a : 1.11-1.50 (6K, m), 1.56— 3,05 (9 H, m), 
3.S0(4H, I, J = 6Kz), 4.19(2H t q, J» 
7Kx), 7.24 ( 5 H, t) 



US 

&mm 102 iW»rcttMTofu^s;ftfc fl 



CH, 



l - ( 3 - 7 * ^ y a/ ) «;^? 

NMR(CDCI,) 

a : 1,24 (3H, d, J = ?H»>, 1.76 (2H, q, J = 
7Hx), 1.93(lK, 2.10-2.46(6H, m), 

2.51-2.97 (5H, m), 7.00-7.38 ( 5 H, m) 
MS : (m/z ) 218 ( M + ) 

Sfcffifll 142' 

* ft 99 90 ^tKKAS UtjfelTO^^te%»fCo 



C^^cohQf-cH.CHtCH^ 



KOOCCH 



CHCOOH 

1 



1 - ( 3~7x-A*:t'^a,)-4-[ 2 - ( 3 



ltt& 166 - 168 

5c * # *f m ( C»tH m N40,S LT ) 
C(*0 H(%> N(?fc) 
ft-^tt 61.58 6.51 10.64 
^Ifcfitt 61.21 6.45 10.56 

MS : im/i) 410 (M+-C«K,0«) 



6.09 
6.4 2 



tt *J , AM, «f '/fi/i, £ # 8J , ft 

« * * - h f £4**£ttJ;:?"Ci>att;&tf, & ft 
fiX A l S39 o.i - soomgff tu <(ti — 2 0 o 
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#Bfl¥a-179 (75) 



4a -% m i 

«0 9 1 o 2 0 mg 

5L « 57 n« 

x — y x - f- 3B n« 

iT * y ■> a ri'-h in* 

f£ ft I 20 <rg 

91 <^)fl:^^20g f *L«57g, a-vj* 
^ - f 3Bg *Cia^-f^ 0 K 1 0 % ts K a 

«-r*o KVk-r *c Hfca&tstifeK: ^ 

7 m/m 5.6ROSfr^ffl\.»tjTfiU|j/fitt5. 



2 

ii -f * >u 

«i9g ^roft^te is ms 

^A-t>°-^ 40 ms 
& A $1 144 mg 

* r r is - y ing 



o ft 



20 0 ng 



ftftfll 91 Oft** 15 g, ttA* A< p 40 g, 

j5Sfi^tai44g, <r f * V » A ^^T^-hig 

K 5C < A, L * r -b ^ ffl t -f * 0 

I ->< T A- 41 
fSffifll 91 <0<fc#1& 1 ng 

D--eX^h— A' SO 



m ft 



51 



zk 800«**£9, It ft $j 9 1 it Or fa l tag Ik & 



D - ^ x = h-^50P«tffliXjDA.X»^L,7k^ 



ttfttiKA lU2rt«!ff ft£6tt 
KIA K » » * 

#W± * . # « S 
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&m ¥2-179 (76) 



©Int. CL 5 HKSgE* Jf ftSES#^ 

C 07 D 413/04 - 2 1 3 6742-4C 

417/04 2 0 7 6742-4C 

2 1 1 6742-4C 

2 1 3 6742-4C 

2 1 5 6742-4 C 

2 4 1 6742-4 C 

3 0 7 6742-4 C 
3 3 3 6742-4 C 

417/14 2 0 9 6742-4C 

2 1 1 6742-4 C 

2 1 3 6742-4C 

// A 61 K 31/44 

31/495 ACB 
C 07 D 209/48 

211/12 7242-4C 

211/32 7242-4 C 

243/08 6742-4C 

295/02 A 6742-4 C 

295/06 A 6742-4C 

295/08 A 6742- 4 C 

295/10 A 6742-4C 

295/18 A 6742-4C 

295/20 A 6742-4 C 

513/04 3 0 1 7822-4C 

fS5fc!i±3B ®BB62(1987>5fl21B@B*(JP)®^ffi 6g62-125259 
©BB62(1987)10fl 1 0@B*( J P )®&m BS62- 249499 
®B63(19S8)1^25B@B*(JP)®^BS 3S63-13928 

@ft W * Oj ffl m * JlDK*««KlirWBr2-24-12-41Z 



^ ft fl JE # 



63 ^ s ^ 



4M*/f*H '!> ill # * it 




1. *&<Ofk7* 

PB«3 63 ^ tt-lfH £37224 # 

2. & 93 <0 £ Ift 

a^^t»a!l*^'K^K7? K » * # 

3. *fiE*-r*ifr 

T103 

mm ( mm ) w*s a *«**r 2 t § 3 # 1 1 ^ 
(667) aj^rt«»^^:^tt 
ttss* * n a * 

1SI& 03-244-3000 



4. K * A 

ft* (£«0 




T174 



5. fflJEd*OBtt 

#«b*<o r*wow«i/t«Mj oat 

^«B#« 293 S»6lfO«*CT8E # * W 
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HBO* 2-179 (77) 



70, 80. 102 A Z* 103 ijfijaKLtyTO 

"ft 



<3> 



(0 



T -CH,CH,OH 
CH. 



3 3 - 7 S —J* 

NMR (CDC*,) $ 5 

1.10 (3 H. i ). 1.3 4 ( 6 H, a ) 

1.9 2 (2H, t, J«7H»). 4.4 8 ( 2 H. t, J«7H«), 

7.03-7.53 (5H, m) 



(2) 



^_^C~CHtCH,Br 
CH, 

I -/q*-3 _^^yu- 3 -^-^^ j/ 

NMR ( CDCl,) a : 

1.3 3 (6K. a >. 2.0 4-2.3 3 C 2 H # m). 

2.9 5-3.2 1 (2H, m ), 7.0 2—7.4 3 ( 5 H, m) 



CHjCHtOCOfTjr-CHjCHjC 

CH, 



NUR(COOi,) ^ : 

1.42 (3K, t, J=7H»), 1.32(6H f i ), 
1.60-2.1 5 (2H. m), 2.1 5—2.4 € ( 6 H. m), 
3.4 3 (4 K. t. J=6Hi), 4.13<2H, q, J=7His), 
7.0 3-7.30 (5H, m) 



14} 



CH, 

HN_N-CH,CH,C-^) 
^ CH, 

I — ( 3 - > 7"^- 3 - 7*^^) eX? y s 



MM R (CDCl« ) « : 

1.3 1 (6H, i), L.6 0 C 1 Hi a )♦ 

1.65-1.96 C2H, m), 1.9 6-2.2 0 ( 2 H. ra). 

2.3 0 ( 4 H t t, J«=6Hx). 2.8 5 C 4 H. t, J=6Kt), 

7.0 3-7.4 6 (5H. m ) 
US : m/« 232 CM 1 ") 



143 

Or^corQi-CH,cH l i^O 

^ CH, 
J - < 4 - / A* - 4 - 7 i - ^T'^A ) - 4 - 

NMR (CDCtfi ) * r 

1.3 5(6 H. b). 1.6 5-1.97 <2H, m). 

1.97-2.4B(7K, m). 2.7 8-3.7 3 ( 6 H, m), 

3.78— 4.30 ( 1 H. m). 5.5 7 ( 0.5 H. br 4. J~l 2 Ht ), 
5.9SC0.5H, brd. J*=5Hi). 7,0 5 —7.4 3 ( 6 H, m), 

7.7 1-7,96 (1H, m), 8.4 3 —8,6 3 ( 1 H, m) 

8.6 9-8.8 1 m) 

MS : m/t 4 3 4 ( M* ) 



Xttfl 144 

*ififl] 143 <0{fc^tef*rI8C**i: L t * to fl) 9© o 

yS-^j ^ CH, CHCOOH 
CHi 

1 - ( 3 3 -7 j. ^ A*7 - 4 - [ 2 - 

( 3 _ tfij ) + y >/ \) ? y - A - 4 A* * A* 

# - a, ] v . 7 - & 

ft A 1 7 2-1 73 1C 

7C * £ *f (16 ( C f ,H*N 4 0,S Ut) 

CM H(* N(5Q S(4) 

gt 99: ffi 6 2.2 0 6.7 1 1 0.3 6 5.9 3 

% m <£ 6 1.9 2 6.6 7 1 0.1 7 6.0 9 
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?JKm-17S (78) 



117. 



(0 



^^-CH f COOCH> 



O 



CH, 

C-COOCH, 
CH, 



7 * - /» & & / <f * 3. x T * ( 7.50g > t 60 % 
**iktMn( 2-lg ) <0 N,N - 4> * A- * 
a T * K C 7ftnO # » * S & T 1 ^ IW ft tt L fc * 
C<OS£-«te*ftT, * *<fc > ^ C lOg ) 

*§ A * if 9 * u « r»JC60%7k*<l:^ b y * j* 
( lis ) J^Tfaj«icfflsufc ft Hft/flj<b 

KfcFfcK60%**>ft* h U * A < 0.4g ) * M 

*.5o , c-ei8$iy)toSL, chKJki»Ta^fk> 
T^ ( 2.0g )feto*.is«*ra«**Lrti P * * T 
E£fcK**:ffiTtt. fitt ME T A IS U 

as k * * to ?L * - ^ » -eft w t, *:„ x-^a,/» 
V2@*ft«. fifc*** -eft* u > 



-e $ ttJ l . 2->f>-2-7i*A7'Di;*y 

>v x x ^ * 8,04g 41 o 
MMR ( CDC1. ) * Z 

1.60(68, •), 3.G8C3H, a>, 7.36CSH, br i ) 



CH. 

C-COOCH. 
CH. 



LAH 



THF 



CH. 

£}-C-CH,OH 
CH, 



**ftlf ^7*< = Mf 1.7lg )<OT h ? 
K Kn;>y( SO nt) B ffl tt K . 2 - > * A- - 2 
-7 x = A- 7* ° if V © > T * =■ * ? * ( 7.9 7 g ) 
COT h ? fc K « 7 ? >• C20«O»»fc*fcTraT 

^ * * a ± L , ^BETfl 

usu-c, *^a- * ? a ^ o <r t ? 



(2: I )OtftSE-e»(UL, 2 - /fA' - 2 - 7i 
^ /i> 7 a ,z y — a, B 32g ^ fc o 

NMR ( CDCI, ) -a : 

I.32(6H. t), l.72flH, .), 3.6l(2H, s), 
7.10-7.6i(5H, ro) 



CH, CH, 

m £y | : ~ cH,o,, * O - ^ -0 " 0 

CH, CHs 

* * f 9 * ^ B I) K ( 4.] at ) O */ a a / f y 
( 100 at y&j&K-P/f-A'XA'tt + v K C7.14g ) 
<0 ^ p o > y ( , 0 «f ) jgft * - 60 "C "CfliT 

L, io #Wft#-f ft, SfrteK. 2->-r*-2 

- 7 is^yp/W-^(6.1fij ) O'^od^ 
J"(1S*J)fBB*ln*. a 1 1$ M « Jf tt . * V * * 

^ r * >- < 20.7g )*to;tTSib;c30#*#Lfc,> 
SBKU'L, * flD A. r f^no>*j/t»«lffl 



V iy ? * i) a fi**\?f7A-i 400g ) K 

2 - >f-A'-2-7*^A'7'p"!^-^ 4.93g 

MMR ( CDCI, ) * : 

1.46C6H, a) t 7.32C5H, »), 9.51(lH v a) 



CH, CH, 

Q-C-CHO Ph,PCHC0 ° CH> > ^yi-CH^CII-COOCH. 

CH. CH. 

2 - / 1- J)s - 2 - 7 0.30g ) 

* ( 0.74g )<D^h^t f'P7?y (7iO»*% 

'J*y^ /r^A ^o-rh^?7^-( 25g ) 
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stiLJT*'*-*-?*' 0.37g * ft tc a 
NMft (CDCI,) * : 

1.46(6H, b), 3.7SC3H, s), 5.820H. d, J = 
17Hz), 7.19C1H, d, J = !7HO, 7.30C5H, ■) 



CH, 

C-CH«CH-COOCH»- 
CH, 



CH. 

Q-C-CH,CH,CO0CH, 



CH, 



Him .¥2 -179 (79) 

118. 

£4**1117 01, 80. 102 & 1 03 t ft & K L X 

■fei-T-o-fb 



CH, 



(II £^-C-CH,CH t CH,OH 
CH, 



4 - / f- a, - 4 - 7 » a a- - 2 ^^T^S?> 

^ /u iA7 k *(0,3g)Oj»*> ^/-*( 10«O fg& 

y tf^tto&s-*^* ■> * * ' ( o.36g ) * to *. a 

ffl-C2^|H|«»Lfc 0 EfcjatC 10 ?5> 
Lt 4 4 - 7 a ^ ^ 

f-^x^f o.30g fll/;, 

NMR ( CDCI, ) « : 

1.3SC6H, »), 2.05<4H, • 3.63(3H, »), 
7.01 -7.52C5H, rn) 



4 - / f * - 4 -yxSA-^X^y-A* 

NMR f CDCI j ) J ; 

1.32C6H, ■), 1.10-1.92C4H, m), 
1.56MH, »), 3.5K2H. t. J=7Hz)> 
7.05 -7.50<5H, m) 

CH, 

(2J C-CH,CH,CH«flr 
^ CH, 

I - / o * - 4 - / 7* A* — 4 - y 9 

NMR ( CDCI, ) 3 : 

L32(6H, i), 1.40-1.9K4H, m). 



3.29C2H, t f J = 6Ht), 7.11-7.48C5H, m) 



CH, 

CH,CH 1 OCOlfj/-CH,CH t CH, ~C-Q 
CH, 



x 5^ yi/ t - ( 4 - ;* ~ 4 - 7 * ~ ^ ^ x 

A- ) 4 -aAnK^^W- h 

NMR ( CDCI, ) 3 : 

1.2SOM, t, J = 7Hx), 1.32C6H, s), 
1.08 - l.93(4H, m), 2.08 - 2.83 (6H, ro) t 
3.48(4H, I t J = 6H»), 4.29(2H, q, J = 7Hi), 
7.09 -7.52(5H,m) 



CH, 

(41 HfTji-CR,CH,CH,-C-^ 
^ CH, 



1 - ( 4 - / T & ~ 4 - 7x^^^^f-A-) ^ 

N M R C CDCI, ) 0 : 

1.07 — l.45(2H, m), L32(6H, ■), 



1.45- 1.77C2H, m), 1.70C1H, «). 

2.08-2.4S(6H, m), 2.87C4H. t, J = 6Hx), 

7.01 -7.43C5H f m) 

nmw 145. 



CT^S"^ :0r Q C " CH,C,l,Cllf " C "O * CHCOOH 
CH, HOOCCH 



1 - ( 4 - y T *> - 4 - ST*) - 

4-C2-C3-f'i^^)^r/y^^-4 - 
A/v-toAstf-A*^ }£ « y is v • 7 - ^ AS 8 
NMR ( CDCI, ) 3 I 

1.05 - 1.47C2H, m), l.35(6H, • )» 
l.47 - 1.86(2H, in), 2.09 - 2.63 (6H, m), 
2.73 -3.76C6H, m), 4.27C1H, q< J = SHi), 
5.58C0.5H, »). 5.89C0.5H, •), 6.6SC2H, a), 
7.05 — 7.53(6H, ra), 7.75 - 8.05 ( I H, m). 
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¥2-175) (80) 



8.38 -8.75(2H, m> 
S : xc/x 438 (M + - C 4 H t O> ) 



& Jb 
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fmw& n&®2 <DffiZK «t zffiEom m 

mm 63 SWfflW 3 7 2 2 4 ^ <<^gpz 

2- 1 7 » #- - 2- # 1 n -5 H - 
58ff 2- 2 mm) (co 

tz<z>-cT?e.otto*)imtZo 3(2) 



Int. CI. 1 






CO 7 D 4 0 1 /0 4 


207 


82I3-4C 


405/04 


213 


82I3-4C 


413/04 


213 


82I3-4C 


417/04 


207 


9051-4C 




211 


90S1-4C 




2 1 3 


90S 1-4C 




215 


9051-4C 




241 


9051-4C 




307 


9051-4C 




333 


9051-4C 


417/14 


200 


9051-4C 




2 1 ! 


9051-4C 




2 1 3 


9051-4C 


// A61K 31/44 






31/495 


ACB 




C07D209/48 






2 1 1/12 




S213-4C 



«M9) 



3,11.19 m 

1-63- 37224 



I n t. C.I.. 


mm 
Id--? 




C07D21 1/32 




82I3-4C 


243/00 




7I80-4C 


295/02 




A-6701-4C 


295/06 




A-670I-4C 


295/08 




A-670I-4C 


295/10 




A-670I-4C 


295/18 




A-6701-4C 


295/20 




A-670I-4C 


513/04 


301 


84I5-4C 






Z-7252-4C 






C07D209/48 



^ &t m 

toft!?** ttft « fa |^] 

l. Bg*0 6 3 ¥#flFW« 3 7 2 2 4 * 

<* 

3. HI JE % -t a * 

ce e 7 ) i*ji<*ft*&i± 
» n a * 

4. ftffiA 

# £ C8920) ** # « = 

5. lifllEifo B tt 



6. HlliEi: i0lflittt4R*JH©Bt 

7. ffilEfl) **ft T 




8 . ffl IE ft ft e 

(1) p^«B«m8H»itf© r 7 a* i »mj * r 7 * 

* J 4 yvfij i: IT IE* 5. 

(2) m si 4 & h» 1 3 ft «?> r a $ a as, jcottt, 
rrtf ^a, j in a ?* 

(3) RmB6HT*»*>»4^t7j I" m f H j * r * t 

rffltft j jrr iE t a. 

(4) (Bimeowmi 0fT-Acfmff70Hffiiir£9 r 2 
Ifi j * r - |K j unit*. 

(5) Rme8HT***>aiHT« rsastj & rasm c 
niEt a. 

<6) R» 8 9 Xff 9 fr« r l. Bg] ri, 58 K J 
K ffTiE t S. 

(?) PiR] 0 8 H T * h Jft 1 3~-i 2ft® fif A 
1- ( 4 - A ^ ?i? 4 •> ) \£ < » $ v A /w # * u - h j 

4- r x * a, 4-*;nr>e^>jj;^-i-u 
* U - h j icfTJEtS. 
(B) M»l 0 81t» 1 -2ffitfWJ(Tfr*)»S-2 
ft 4> I" ! - C 4 - t K P * t> * * A ) £ 1 y {/ > * 



* * •> 1/ - h J (; r4-krp*>^fAfc?<y 
&> > - 1 -*/Hf + *l/- h J H IT IE * 

(9) W 1 1 0 ffft 6 - 8 ft* fBIJl 1 lR»5-8t7, 
StfRW 1 1 3KT»<b*3~2ff<& TI - (4 - 
**U)YKy j;>U**M/-H ft f 4 - 

uo)msii i ijf»i2-i3fr<t) rxn (4 - 

hj KfTEtft. 
(H)(3)* 1 1 2 ff T A> *> & 1 2 - i I (f * ri - (4 

- a * * ) tf^yyi-abjutf + s^-hj ft T4 

<I2)(BI«l L 2IT*«*»»8-7tTftl) f W» 1 1 3 K 
Tfrt>SI 18-1 7 ff <D r 1 - [4 - (2-7*- 
^ x f jl ) ] tf<*y{;:/**4|r+*u-hj ft T4 

- (2 - 7 x-Ax^A) ^^Hi>>-l-*^iH 

* *> U - h J II IT E * S. 



** 3.11. 1 9 m 

T*'f»» i efi© ri - (4-^>{^a) * * tr 

9 S; V * ;U * * ;> - > J ft f 4 - -< > S? A * 
(14>P5ffl 1 I 8 KT*%« 1 2<f <D r * *fl ? « j 

ft r*a*i©**ftaii*j c it £ * *. 

<15)[S)»L2lHT**>»l2tr0 r » ft « M * ij * 
A-SJ ft rfce««* U * Aft *d * J eiTiEta. 

(16) iaj» 1 2 fi HT A* h m 3 - 1 <& fxfA4-p 
-htfjt-L-lf'Oi'^ft^jtf+M'-l.j ft r 
x*wt, 4 - (p-.**yU 
l-a*jtf*i>l/-M CfTiEt2>. 

(17) |B| & 1 i-2ft(D ri - p ~ V'JyutT^ 

ft r i - (p-^f 

KlTiE + a. 

< 1 8) |B| $ 1 3 0 K T * * * i 2 fT© fL-N->f 
C> a * * V J ft rN-jt^A^-L-i/^t^^J t 
ITJE * *. 

(i9) mm i 3 iKTjjP»^mB-7fT«> ri-^A- 
i - (a-eyf*) * r «j ^ - 4 - a * # > 



» j ft ra-ji**-2 - Ca-evs**) * r 
»;y>-5-***>«j c n iE * *. 

(20) PISS 1 343T**3B9fT0 I" iftj ft I" # Jtt j 
K IT IE * *. 

7. Wff 1 6 0 n ##{PJ8 0, (i^KSlQlIHW 

t *. 

(22) PI SB 1 48JfT^^»8tffl!) TR^j <D K r ©J 
ft UD A t *. 

(23) pi» i 4 9 jr t frh m i Mr© r^rttufcj ft r 

(24) PJmi86KTA»<bffl7fffl!)r-N. N - - J 

ftr-N*. N'-trajKiTjEta. 

(25) |q» 1 6 6 IT fr* II 8 ff A Of WW 1 88KT* 
tffl 1 OffO fN-**#x^i^-N-j ft r N 
-A;w#xh^i/-N* - j H ST IE T 

(26) ffl!Hte7K#a5W103Oft^ r ■ HC 1J ft 
f. 2HC J J KL r.JflglJSj ft f. 2 Ifl m tfi J c 



* ti * niT IE t *. 

(27)R» 1 OBKKSff. '##011 0 4 Q«t4ft*« 
«Mt#* 



r 



NC 



C28> fB] m 1 7 0 8 ff © f7^*V 

tej kit jet*. 

<29)ffq* 1 7 8 FT fc« 1 5 tf, ft 
* 1 3 ff , 83Rt7!f. (SI 

<•> S? 7 ff. Pllfil 85l«7fT, ffl 
mai6 6RT*4«4fTt H * 1 
(B)KT*»*»a3fT. B»l 89IT 

2 i 6 k t *h sn i o ft* mm 2 i 

4 ft, n»220KT4»^»I2fT 
HXllff, R» 2 2 2 RTA^ 
23HT*><bjl!l Ofi, (S}»224 

, W»225KT**»l9fT. 
KT * i 4 tf r N - tertj 



J ft 

J C2T2E1-5. 

j ft r 7 * * u 



S 1 B 2 
9184 

8 8 * 
* ^> % 8 
8 HT A> 

ffi 1 2 fr 

ft * n** 



RT*» 
W 2 fr, 

3 fx, 

^ m i 

1 J(T 

, fSJ 2 

« 1 1 

2 2 8 

ti r s 



3.11. 19 m 



- tertJ CIT2ET 

(30)ra» 1 7 8ITA^S!7fi© Tiia, J % T « ||3 

I fc. J fe W'JE t 5. 

OUR* 1 7 8KT fr*«4«T. n« 1 fi OKft 1 fr. 

cn-j * * n * n r n - E3-j ciriEta. 

<32)|B|* I 8 0 5*2-3*?. Rl 8 IMRlff, W 
« 1 8 2 HfcTtr-m 1 B 9 WW 1 tr, ^H183 
nXQfi* fflWl84KTfr'b*3*T. F) » 1 8 6 

nniiff. AtfffffiBeicflRSfTO. r * 7 t/ 

(33) raw i s i *« 8 mwieamnsBfr ra sr 

184HTA«^JB4ff, RK.1 8 BK»t Off, S 
tffpJ»l861C!f!2fT<Z>. I" [ 2 - (3 - J 
* *i f N - [ 2 - C 3 - J CSTiE**. 

(34) |B|»184^ffi3-6fr« r 2 - C2 - 

; tt & J * r 2 - [ [2 - C3-tf y i/A) * 7 V 
tffy-4--{AJ»*jKa*3 r * ; ] H IB J ufT 



JET 

<35)PI» 2 2 7 WW lfr^ r * J» f 4, J % r ft ft t 
fc. J KHIti. 

(36) A® 2 47KTfr*>»6tT«> r S> * * * > J <B ft 

»r r rf ft j * Jin x t a. 

(37) R» 264**ttfl88©**Btt<t-t«l6«> r 
N - C P - C2J * f N - C P - Cl-J KlTEt 

(38) n 35 2 B 8W*ftW 1 1 20>«*@tfHk-frtt*<D 
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